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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of rumors, wherein Rj and R 2 represent each H or C M aIkyl,orRj andR 2 together form C,.j alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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SB? (platelet-derived growth factor, £TFPDGF£i§'t") <b'©J^Si9^<* 
^b^lp(cggt>oT\.^C<?:^t>nTl,^(Cell, 46. 155(1986)) 0 L**Ltt*< 

&ttai^&d6»*> <>f > *7imMk.<m mm ■> -? * & foaufe^wsis 
pdgf^pdgf^{*©«s4c# 9 mmmm iy^jKommmx-^ t> . c n b 

— o©«*£ LT. i^DGF^©J9:#{c«k?)^l||(cfe^SfiBlia©S#it5i«-fflJ 
til LfcWi^^f tlTV^O. Exp. Med. . 175 , 1413(1992))^> fcPDGFifcffc^ > 
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aE-TS^o - -I? *<Stt<b-f -5 C t b tlT ^ 5 0 C ©ggft Dy> 

+Jl>&mZWimtZ t>9-o©|**£ LT. PDGFggttiBU >SHb©Pl^<% 

fcff|tiXittJw^$*iTl^ -5 (Cancer Research. 54 ,6106(1994) » Proc. Natl. Acad. 
Sci. USA.. 92. 2558(1995)),, Zl±<DZtfrt>, PDGFggftgE'J >ItfbPI^W 

ft*&tt©PDGF3Sf*§By >IMfcllWJiLTtt, 0>J;it£. 3-7'J-A+y 
1) >S 1 1 Ts J. Med. Chem. , 37, 2627(1994), J. Med. Chem. . 37, 2129(1994) » *>«*; 
tf#^¥6-507643-^&ffi> 3-7 'J -)\,*J *1r 'J >g£ LT, Cancer Research. 
54.6106(1994) fc<fctf4-b° U = It, Proc. Natl. 

Acad. Sci. USA. ,92. 2558(1995) J&<*Dt>*lTl>S 0 
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3 (V) : 




t> 1 
C 4 7^+;UT*0> AteC 1 -C gT/b+^s C x - C 5 7)l^-JU^ MR 
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o 7 D - Mtlb Z> ^ it 9 - £ fz f i 1 0 - M©^it©^f- p T 
7'J-;USI^ CN. N0 r OH. NH 2 . ^ofx C - C 5 7;b*;k 

Stt (C 3 -c 10 ) 7;u*;k c 1 -c 4 7;U3 + -x Cj-C^ua** 

C 1 -C 5 7->>'k C 1 -C 5 7>o+>. C 1 -C 3 7;U^U> 

c x - c 4 7;b+;U7 ^ A (c 1 -c 4 7;u+;u) 7^ A 

C0 2 H. CONH 2 . N - (C j -C 4 7;U+;b) 7^ K> N, N-v- 
(C --C A T)\,*)V) Tl F\ C 2 -C 4 7;b+;U7i H\ h'J7Moyf 
Jk C 1 -C 4 7;Hr^f-*N 7i-iK SSl7i-;K 7x/^a g&7x 

7i^ft l^7x^f^ 7i-;b (c x -c 4 7;u+;u) % 
I^i^KCj-C^W)^ b'D-^k t7-^-;k k'lUv^k 
t° 'J ^ ^ ;k fcf D'J-^k f< U 5? - ;k 5 - )K * * r7- ;k 
^*'j^;k *>"J;k *^y*'J-;k ^>W;k K&O'AOktfcli 
C 2 - C 4 7 ->;l^ £;iiR£ tl£ 1 ~ 5 <l©gglX£W LTl vr «k < . B ti> 
0. S N NH, NCNs NRgtfcttNORg C:^ R 6 (i C j - C g 7;U 

2. W*<N©Ji£x Xt*0> St/itiCH 2 T*f9. QfcU 
* (V) : 




j N R 5 . Afc«fcCfB«^-rtlt>gKE©S*iTOT4>4] To 
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f-;k ^^o^s+i/;K '>^n^^f-;K d*? f-;k T^yf-JV; 
C ^ - C ^ 7Jlzi$-i/j])ltf—jl> : ^ h*i/#;l/tfx ;U N xt> + y*;tok 

° 1 ~ C 3 T;U+ U > > : A* U > A U > v?** A y n 

c j -c 4 7;m**> : y h*a x^^-a yutt+A ^vyni+-A 

C 2 - C 4 7 S/;U : 7-fe^k b'^-;k 7?" U ^ ; 
C 1 -C 4 7;b+>'kT$y : A*;k7$ A x^;U7S A 7nb*;kTS A 
-fy7nb\>U7S A -?*A>TZ;* 4VZf*-Jl7i A s-^7iA t 

v- (C j -C 4 7^+;U) 7^y :y/f;b7^, vfxfJl/TSA 
o t°;l/7^ A 'J7*Jl>7iJ ; 
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m&ty*.-Jl: CN, NO^ OH. NH^ A D y*>, C 1 -C 4 T^*;k 
Stt (Cg-Cj Q ) 7A>*)W C 1 -C 4 T^=r+> > C j -C 4 T;bn+i/ 
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g»7x^l/f^ : CN. N0 o . OH. NH „. ^o>r>. C , -C A 7)1 

£ £ 14 

MR (C 3 -C 1 0 ) 7)l*)W c 1 -c 4 7^3^>, c 1 ~c 4 7;u 
3*5/*/MC=jU % C 1 -C 3 7;U+U>i>^+>. C 1 -C 4 7Jl>*J\,7i A 
v- (C 1 -C A 7h*)V) 7$ A C 2 -C 4 7;^l/7i K. h'j7Mo 
y^>»K C x -C 4 7;l/+;l/f-^-. 7xz;k 7x7 + a 7xJ:;l/f^ 7^ 
(C 1 -C 4 7;M^l/) . K>W^^fc{iC 2 -C 4 7v;KD^^(f 
ftS3®£T*©glc<£oTK&$ftT^57i^;U^*g ; 
■Sl'O'Af ;U : CN. NOg. OH. NHg. ADy>, C x -£^7)1* 
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+ >*;b^;k C j -C 3 7;!/* C 1 - C 4 7;M^7 $ y N 
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(c x -c A T)l*)l) > Oy-f;l'tfc{iC 2 -C 4 7->>'UcD4'^^(f 
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;U 5/ -> A > TK^b V > A /<£ £ ©i£ N 7 > * - A £ N 
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TMt^Ci^'T'^o fliitfx Org. Synth. Col. Vol. 3. 272(1955). Acta Chim. 
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1 £ (I) fr> QfrjS (II) , % (HI ) Sfcttxt (IV) T^StlS^ 

*-)im* i>o7'j -;Kb£#j£fcli'vrn7 D -;Hb£&£x 4 - * o n + y 

2 ^ (I) ft, Qfrg. (V) K (V) 4\ ife^^k^felcQ^^] 
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Chem. Soc. , Chem. Commun. . 1157(1993). Synlett, 1157(1994)) tc!Eifc£ ftT^ZJl 

(III) h^^D^^^T-h^fcli-f-yf^b^A (III)MJ7;M- 
o jt 9 yxfrfri— h) o#£T> 7 'J — «?77 7 7 i/MtRfc£'nt£\,\ 

~2oo°c©igh. ff*L< tti 3 o~i 8 o'comm^xmmmttum^u 
m&®m*p i #~ 5 ma. & * i < « 1 o #~ 1 8$^^^ d^g^ 
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JOZMOrg. Syn. , 51. 139(1971)) IB«©^T©^j*{c«k 7 7 
(#]*.#> 2 0 0-3 0 Ot:) -r^Ci(ci:^g?^<}:Bit^<l5fiL/cS-7'J- 
N-i^y fW/l/A7; K) 4>> 7K»-fb^h >J* A 8 0-1 5 0°C 




K4\ A. R JN R 2> Wfc J: tfE PMte**« ] 

c Xa6<CH 2 -e*Sft^ft©^J«: 

X*<CH 2 T**^ (I) T'TfiZnztt&m^ ii V 7 -(R. Cutler) £ ©J. Am. 
Chem. Soc. Jl_. 3375(1949) lclB*©#ft £*"Jffl L TW&t 5:i^T-|5 0 c 
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X*<CH 2 T"*>SiC (I) Tvt£ ft -Mbytes ^7 h7-(R.Cutler)t>©J.Am. 
Chem.Soc.Jl_. 3375(1949) JCl2|g(D^^cfc o TgimtZ Z. ttfVZ £ 0 

S«ELfcSU 4- (7$/<>vW *yy>3iS*#*A:tt4- (7 

5K>'^) *^y , U -ft^^ft]©^Jc^^*;l,^>g?^ 
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Bj&<NCNT**{b£4&M:> fe> (H. J. Petersen) £©J. lied. Chem. , 21, 

773 (1978) <k o XWkt Z> C «h £ 4 0 

C©JSt"l^ (fPRlfx i&fb^U>tt£") <K ±15 a. T- 

»5>ftfc<b£«5fc3ffli'; ><b£«5 <mii\ h 'J7x-^7^ » x i£g 
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n m m 

6 -y h*->-2-^7 

mi££©2, 6-ytKo+->7-7^U> (9 6 1mg) ^N, N-vVf-;U 
*^7; K (10 0ml) fc**Lfctk ptSJrt'J^A (1. 2 4 4 g) £Jn 
^SfCT^L^o 3 0M^^f;«i (1. 1 4ml) ^v0o< t>7®TL 

! H-NMR (CDC 1 3 , 9 OMH z) : <5 3. 8 9 (s, 3H) , 
7. 00-7. 18 (m. 4H). 7. 5 3-7. 7 0 (m, 2H) 
MfeMFfte (FD-MS, m/z) :174 (M + ) 

H»J2 

6, T_ z 2* h*->-4- (6-> h*->-2 -7-7^t^-» 4-y 'J > 
(1 2) 

4-7DD-6, 7-v^ h + v'+y 'J y (7 5m g) iH&PJ 1 -e'&fz 6 - 
/ h + >-2-^-7 b-JV (1 7 4mg) £fi£U 1 8 0t*3 0#R5ffl|#L 

tz&. m&m&®%^*vy/T*Yy (2/i) x*mffitzmmisv-h>f)\,>? 
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1 H-NMR (CDC 1 3 , 9 OMH z) : 6 3. 9 6 (s, 3 H) , 4. 0 

7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 

H) , 7. 18-7. 3 6 (m, 3H) , 7. 5 6-7. 9 1 (m, 5 H) , 8. 
50 (b r. 1H) 

(FD-MS, m/z) :36 1 (M + ) 

6, 7- >V H4-->-4- (2-j-7?-;M-*» *7 jj > (1 0) 
4-?ou-6, 7-^h^^/'J> (4 5mg) trpflRSOiS -j-7 h 
-)l> (1 4 4mg) *«£U 1 8 0W2W}$Lfct> HWJ2 tl^»© 

1 H-NMR (CDC 1 g, 90 MHz) : 6 4. 05 (s, 3H), 4. 0 
6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H) , 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (b r, 1 H) 

li^I (FD-MS. m/z) :33 1 (M + ) 

f9feW4 

6, 7-->V K4-->-4- (7-> h*'>-2 - 7 ?• * •» *7 U > 
(1 3) 

4-?dd-6. 7-v^ h + U > (8 9mg) £ rfJiSS© 7 - ^ 
v-2—yyV-)l (2 0 9mg) £&&U 18 0W3 0^»Lt'l 

1 H-NMR (CDC1 Q , 90 MHz) : «5 3. 92 (s, 3H), 4. 0 
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5 (s, 3H), 4. 07 (s. 3H), 6. 54 (d. J=5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5H), 8. 
49 (d, J=5. 49, 1H) 
JM£0rtt (FD-MS, m/z) :36 1 (M + ) 

5 -y h^v-1 -^-7 

mSSn^l, 5-v?t Ku*i/:>-7*U>£{$#L HJS0J1 i^O^T 
^fei^SiL^o iR^2 8% 0 

X H-NMR (CDC1 3 , 90MHz) :<5 4. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H), 7. 30-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 (m, 2H) 
gmtiVrm (FD-MS, m/z) :174 (M + ) 

6, 7->M h*->-4- (5-y h*->- 1 -^-75 1 ;u^^-» *y g y 
(1 1) 

4-^ou-6, h + WJ> (8 5mg) £SS»W5-?»rt:5- 

y h + ->- 1-^-7 h-^ (6 7mg) £fi£U 1 8 0W2 O^IHHWf Lfc 
gifeft 2 i EfKOJW&c <fc o TfitSl! U mm<Dlt£Vd£ 1 9 m g . iR^ 1 4 

1 H-NMR (CDC 1 3 , 9 0MHz) : 54. 04 (s, 3 H) , 4. 0 
8 (s, 6H), 6. 31 (d, J = 5. 27Hz, 1 H) , 6. 83-6. 9 
2 (m, 1H), 7. 3 4-7. 6 1 (m, 4H), 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H). 8. 43 (b r s. 1 H) 
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n&tiftm. (FD-MS, m/z) :36 1 (M + ) 

nmmi 

6, l-V/ h*->-4- (4->T > KU;M-*-» *y 'J > (1 7) 
4-?on-6. 7-^ Y* ; s*J U > (11 2mg) £rfi1££cD4-t K 
a*W>K-;U (2 0 0mg) £ig&U 1 8 0W3 OMJf Lfc 0 RIB 

mttanKjlA/mZ^Jls (3/1) X°mffltZnm> i )Jj>fJl>9mrhy 

?y < -iz&tommi, mm<D<t&®*5img^ jr^ 3 2 urasfco 

1 H-NMR (CDC1 3 , 90MHz) : <5 3. 95 (s, 3H), 3. 9 
6 (s, 3H). 6. 08-6. 13 (m, 1 H) , 6. 35 (d, J = 5. 2 
8Hz, 1H) , 6. 8 3-6. 93 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H), 7. 62 (s. 1H), 8. 40 (d. J=5. 05Hz, 1 H) 

M##HI (FD-MS, m/z) :3 2 0 (M + ) 

mmms 

6, 7-^h^r->-4-(3, 4-^n^->7x;^-» (8) 

4-^dd-6, 7- h*5/*yu > (9 Omg) imSSSOS. 4-^ 
y h4->7x/-i (18 7mg) *fi£Lx 1 8 0W 3 0 £RfllK# L fcSL 
>/7-t? h >T-Jg§8t 6 U 7 A ? a v h 7 -r - ic «fc 0 ffgsi 

U SS<Dfts£$l£2 6mgx JR^l 9KT#fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 3. 8 7 (s, 3H), 
3. 93 (s, 3H), 4. 05 (s, 3H). 4. 06 (s, 3H), 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H), 6. 75 (d, J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 
M##fll (FD-MS, m/z) :34 1 (M + ) 

Hifefll9 

6, h*>-4- (6-*y i^kj±>0 *^ 'J > (i 5) 

4-^od-6, 7-->V H + ^+y U > (9 Omg) <bmiSD 0 Q©6-t Kn 
+ U > (1 7 6mg) *««U Hite^J8iStl©*flp-eSiS*5«kafiflHS! 
•f SC£<cJ;*mg0ft;£«-6 2mg N JR^4 6%T'^ e 

X H-NMR (CDC 1 3 , 5 0 OMHz) : 5 4. 0 5 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d. J = 5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H), 8. 13 (d, J=8. 5Hz, 1 H) , 8. 22 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9H z, 1 H) , 8. 9 4 
(d, J=4. 3Hz. 1H) 
M##rffi (FD-MS, m/z) :3 3 2 (M + ) 

nmmi o 

6, 7-vM h*->-4- (3-7;^o7x;4'» *y 'J > (4) 

4-*oo-6, 7-vM h + U > (1 0 Omg) £mjRS©3 -7;U 
tD7x;-;K0. 2 0ml)£zl£U 1 8 0W3 0&f$mtLtz o Kfo 
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1 H-NMR (CDC 1 3 , 500 MHz) :<54. 04 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d. J=4. 9Hz, 1 H) , 6. 93 (d, 
J=9. 2Hz, 1H), 6. 95-7. 0 5 (m, 2H), 7. 39-7. 4 
5 (m. 1H) . 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J =4. 3Hz, 1H) 

(FD-MS, m/z) :29 9 (M + ) 

H»J1 1 

6, 7-2/ h^v-4- (3-b Kat->7x; ^;'J> (5) 
4-^od-6. 7-^>h*WJ> (3 0 0mg) tlfiWL8x®UVA>i/ 
>*;7-bf-b (0. 8 3 5ml) 180W30^PWLfc o 

metises* Lrf§*:£S2g£> * aot^i^-emikittzz t {Cct vmmvit 

^37mg, JR$9%T'#fco 

1 H-NMR (CDC 1 3 , 500MHz) : 5 4. 01 (s, 3 H) , 
4. 02 (s, 3H), 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H). 7. 39 (s, 1 H) , 7. 47 (s, 1 H) , 8. 40 
(d, J = 5. 5Hz, 1H) 
M^tfffil (FD-MS, m/z) :29 7 (M + ) 
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mmmi 2 

6, 7-Zfjt h*>-4- (4-yp^7x^-» *J 'J > (7) 
4-?od-6, 7-S?y h**>*/U> (1. OOg) <tmfiSai04-7'o 
t7x;-;b (1 1 5mg) tm&l, 1 8 0W4 OtimMftLtZo RjEg£ 

^^-icfcijiitsu mmmt&mzi. 20g^ »K$7 6%T-f#fco 

X H-NMR (CDC l 3> 5 0 0MHz) :<54. 04 (s, 3 H) , 
4. 05 (s, 3H), 6. 48 (d. J=4. 9Hz. 1H), 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2H), 8. 51 (d. J=4. 9Hz, 1 H) 
St^l (FD-MS, m/z) :35 9 (M + ) , 36 1 (M + +2) 

nmm 1 3 

6, 7-S?y h*»>-4- (2-n^->7x^y) jVU_> (1) 
4-? do- 6, 7-iM h + i/+y U > (1 0 2mg) imflSn^O 2 h 

76mg, ©5 4%X^fz 0 
* H — NMR (CDC 1 Q , 9 0MHz) : 5 3. 7 8 (s. 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J =5. 3 Hz, 1 H) 
. 6. 9-7. 4 (m, 4H). 7. 42 (s, 1 H) , 7. 63 (s, 1 H) . 
8. 45 (d. J = 5. 3Hz, 1 H) 
SfftftflrM (FAB-MS, m/z) :3 12 (M + +l) 

6, 7-C>y h^i/-4- (3-y Hr->7x/*;/) *y ij > (2) 
4-*od-6, 7-vV h + v+y >J> (1 03rag) £ rfJBKnn© 3 — y h 
+ ,>:7 ^-^ (15 8mg) Zm&U 16 0t*9^WL/: o 

K«kt)ff$!!U mm®it&®£2 9m g, $35 5 2%"Cl§fc 0 

1 H-NMR (CDC1 3 , 90MHz) : <5 3. 82 (s, 3H), 4. 0 
4 (s, 3H), 4. 05 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) 
. 6. 7-6. 9 (m. 3H), 7. 35 (t. J=7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

IIMt (FD-MS, m/z) :311 (M + ) 

fufem 5 

6, 7-/^ - (4-n^->7x;4-» *y U > (3) 

4-*dd-6, 7->V h + 'J > (1 0 3mg) irfJISo^© 4 -y h 
(2 8 6mg) *fi£U 15 0^*6^^1^ R«JR^ 
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si Lxntzmm*^*? y/*m***twm* ? □ o a/#&x 

4fc£2. 2 1 g^ JR$8 8%T"^fc 0 

1 H-NMR (CDC 1 3 , 9 OMH z ) : 6 3. 85 (s, 3 H) , 4. 0 
5 (s, 3HK 4. 05 (s. 3H). 6. 41 (d. J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz. 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3Hz, 1H) 

I1MKFAB-MS, m/z) :312 (M + +l) 



0U60H1 6 

6, i-vt b^->-4- u;U7t-*-» *y u > (l 4) 

4-* no- 6, h* ; s*J U > (5 Omg) £ rfilg.S© 5 - 1 Kn 

+ ^+yj> (5 Omg) £g£U 17 0Wl0^»Lt o KJ£3I£«5 

4Ltil/:^^+t>/^ixf^ (1/1) -CgBBSU MI^do^m 
(5 0/1) TfS58-r-5»ii->y*y^^Dvh^57^-lcJ;») 
*§S!!U mm®4k&®l£4 7mg, iR$6 4%T-^Aio 

*H-NMR (CDC1 3 , 90MHz) :54. 06 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 35 (d, J = 5. 3Hz, 1 H) , 7. 2-7. 5 (m. 
3H), 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 
J=5. 3Hz, 1H). 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1H) 
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©Stftffffi (FD-MS, m/z) : 3 3 2 (M ) 

mmmn 

6, h*>-4- (l-^7^;M-*» ^7 U > (9) 

4 -?od- 6. 7 -'J/ h + ->+7 'J > (9 7mg) £Tfj|RS©l h 
(3 4 Omg) £«&U 1 5 or*8B*W«#Lrt:o R*£5fi^fe*taftR 

ttBM^^y/Hm^^ (3/1) ^d*aa/^;-a 
(1 0 0/1) t«t5y'MfM7A^Dvhr77^-ia^S3U 

(i/i) -esga-r<5SS>u*w^o^h^7 
-f - iw <t o xmmmt mmmt&m* 5 7 m g , jr$ 4 0 %t^ 0 

1 H-NMR (CDC1 3 , 90MHz) :<54. 05 (s, 3 H) , 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) . 7. 2~7. 6 (m, 
5H). 7. 74 (s, 1H), 7. 8-8. 0 (m, 3H), 8. 35 (d, 
J=5. 3Hz, 1H) 

(FD-MS, m/z) :33 1 (M + ) 

mmmi 8 

6, 7-v> h*->-4- (5-^ > KU;M-*'» *V 'J > (16) 
4-^00-6, 7-y/h*WJ> (1. 0g) <tmiRS©5-t Ko 
*W>K-;I>(1. 19g) 15 0W1. 5IWLfc 0 SlcJ 
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y?7>(-iz£t)m®l, Sjg©ft£#l£ 8 9 8mg. iR^6 3%T-'f#^ G 

X H-NMR (CDC 1 3> 90MHz) : 5 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J =5. 3Hz. 1 H) , 8. 5 5 (b r, 1 H) 
KfiatfrfS (FD-MS, m/z) :3 2 0 (M + ) 

6, 7-^y h*»>-4- (3-^ *y > (ii 7) 

4-9 on- 6, 7-v^y h*->*y D > (5 Omg) irfiflSS© 3 -J 
i^O-tr^f-*-^ (7 7mg) £}g£U 1 8 0W3 OTO&ftL^o Hife 
m 8£l^©|gf1^£oT*iS!!U SS©^»72m g> JR^l 0 0%X' 

1 H-NMR (CDC 1 3 . 9 0MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
, 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 
B»##Hfi (FD-MS, m/z) :32 7 (M + ) 

H»J2 0 

6, 7-->V h*>-4- (4-/ h^->7x-W) *7 'J > (11 8) 
4-^od-6. 7-->V h + ->+y U > (5 Omg) irfJBSS© 4 - 7 
>"<>-t?>**-;U (6 3mg) £&£U 1 5 0 W 5 #Rgi£# L /c 0 H»J 

mv>it-&®!£8 omg. wmi 0 0%Tlf^o 
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1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 8 8 (s, 3 H) , 4. 0 
3 (s, 3H), 4. 05 (s. 3H), 6. 60 (d. J=4. 8Hz. 1 H) 
, 7. 1 5 (d, J=8. 7 Hz. 2H), 7. 38 (s, 1H), 7. 39 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 
KS##Ht (FD-MS, m/z) :3 2 7 (M + ) 



rfJISS04-yo^7iy-^ (1 7. 3g) £N. N-y/f;^A7; 
K (90ml) fcj&JBLfcSU *teT7R*fk:?- h U OA (2. 6 4 g) fctB^fco 
MTfcT— ?feat#SU ^DD^fWf^-f^ (8. 3 5ml) Ztiaz., 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 4 6 (s, 3H) , 5. 1 
3 (s, 2H). 6. 91 (d, J=9. 2Hz, 2H), 7. 38 (d, J = 
9. 2Hz, 2H) 

M&Vrtt (F D —MS, m/z) : 2 1 6 (M + ) ,218 (M + + 2) 
HJfe^J2 2 

HJS0IJ2 lt?ffc4-7'ot- 1-y h + y/f^x;-^ (1 5. 9 9 g) 

*jn*fh5tKo77> (2 0mi) izmmu TJ^y^mmrfmwiffaO^ 
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At&* (1. 9 7g) ^m*., M{w3->^0^7Kxh5t KD7 7>S 

£W^KMo*:;?rT\ fh7tF'D77> (10ml) ^^LfcrfjBSSO 
^bhU-n-yf-;UxX (2 3. 9 9 g) 0<tjSTL/r o M&#4BS 

PaTO^ Kfi>Zl&« 5 %mtT y*-<Jl*-&mWLt ? n o *^AT'#iI U 
? o o *;u AJl£$B7j<8fi&v $f* L fcSU MET&JgS*?- £ c <h 

KJ:t>3ljg©fl:£$£3 1. 3 9g. C$10 0W: o 

1 H-NMR (CDC 1 3 , 90MHz) : <5 0. 8 0-1. 6 5 (m, 27 
H) , 3. 48 (s, 3H), 5. 17 (s, 2 H) , 6. 91-7. 42 (m, 
4H) 

MtatFfll (FD-MS, m/z) :4 2 8 (M + +1) 



H»J2 3 (#%W) 

HJfe0*J2 2Tlffc4- h 'J-n-y^Uf->- 1 h + y^f ^7x>-;l/ 
(1. 2 8 2 g) irfJlSS©4 - (h U ^Jt/^ny OVJJl? a 'J K 
(6 2 6mg) £?au*;W» (5ml) tc»fl¥U m^D°Ot:'X (h'j7x^ 
^X7^ » ^-^A (II) ?a'J K (8m g) £A*U 5NfH««EL^o 

ft*U fiSfnifrffc^ h »J -7A7K^T-5>iS-r-5c i{c«fcoT^fci-r;u^^ 
*W^^2/-7AT-ft«IL^o «£ET^S*^lCf§btife^ffi (1. 0 2 8 
g) ^fF7tFD77> (2ml) 7k (5ml) £ 6 NJffltek* 

«(12ml) ^J!jd^-C4. 5W«Lfc, RJB»^tt*ISfD*fl:^ h U 7 A 
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K*##Ht (FD-MS, m/z) :26 6 (M + ) 

(4-HJ7;^pyf;b7x-;b) {4- [(6, 7 - V± 4 
JV)l) *±iS] 7x-ib> (2 9) 

4-?no-6. 7-?/ h + ->+y 'J > (8 lmg) iH»W2 3Tl#/c4 
-tKD+->7i-Jl/ 4-h l J7MD^f;l7i-^ 7-h> (288rag) 

£fi£u 1 8 ow2 o^mmnttz^ KJss£«5£^*-*>/T-fe h > 

(2/1) t?gga^-5»JB->»;/7yyl/7ovh^7>f-lwJ:i5ffli!!U ^s© 
9 8mg,iK$6 0 %T**#fc 0 

1 H-NMR (CDC 1 3 , 50 0MHz) : <5 4. 0 3 (s, 3 H) , 4. 
06 (s, 3H) . 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d. J 
= 8. 5Hz. 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d. J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 9Hz, 1 H) 

mmftVim (FD-MS, m/z) :4 5 3 (M + ) 

HJ6092 5 

4-tF'p4y7x-;b 4-^3^7^— h > 
HWJ2 2T*#fc4- h «J-n--rf-*f->-l-y h + ->^f^7x;-^ 
(1. 28 2 g) £7ffJRS0 4- Y >{ b >7 u U K (4 6 4mg) ^?od* 
(5ml) ici§&?U mJRS©fcfx (h'j7x-;^X7-( » /*5 5>*z» 
(II) 7 d 'J K (8mg) £A*U 8«FBg««ELfco SfozS^^HifeW 2 3 i 



WO 97/17329 PCT/JP96/03229 

5 7 

Lfco METWitflfcM (9 6 7mg) h7bKo75> (0. 5 
m 1 ) \Z®m2it^ 7k (4 m 1 ) t 6 N&lfek&tt (10ml) ZtiQUT 7 B$ffl 

(FD-MS, m/z) :212 (M + ) 

H&0J2 6 

{4- [(6, 7-?/ r*->-4-*7 W j^J/j (4-^ 
f;b7x-^) ^ ?y > (3 0) 

4-?oo-6. 7-v?y h + >+y U> (89mg) iH»J2 5 T'ff £4 
-tKo + y7i^ 4->^7i^ yh>(2 48mg) 
1 8 0TC4U 0»IHHH*Lfcau HSfe0>J2 4 tm®<D*&T-ftmt Z Z. ttzjn^ 
gM<D<t&®}$:l 1 8mg. iR$74%« 0 

1 H-NMR (CDC 1 3 , 500 MHz) :<52. 4 5 (s. 3H), 4. 
03 (s, 3H). 4. 06 (s, 3H), 6. 65 (d. J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz. 
2H) , 7. 46 (s, 1H) , 7. 49 (s, 1 H) , 7. 74 (d, J=7. 
9Hz. 2H) , 7. 91 (d, J=8. 5Hz. 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 

mmftftm (ED-MS, m/z) :3 9 9 (M + ) 

jl—jI 4-l:Kot->7x^;l/ » h > 
(1. 2 82g) £itifK§! 1 <D3-?ua<>*/<<)\<9o*) K (5 2 5mg) 
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DD**i (5ml) CflBBU rt?ISS.©t:X (h'j7x-^X7-f » 
v>-7A (II) ?a'j K (8mg) ZAtu 7Bf®&MLtz 0 mtm&®*&m 

A«Lfc 0 «£ET««IS±St»fcKji (1. 9 1 4 g) ©ft. -SB (1. 5 
6 3 g) fh7tKD77> (1ml) * (7m 1) £6 

N&KTk&fc (1 7ml) «rjDilT8^HiBSELfco ££*I£#l£fl»J 2 3 t 

ish£©£&t«iu isoit^^ 3 1 3 m g , c*2 2%ti§^ 0 

M##r<I (FD-MS, m/z) :2 3 2 (M + ) 
Hafe0J2 8 

(3-^dd7x-;I/) {4- [(6, 7-^h^->-4-t;'Ji)^ 
vp 7x-;l/} y > (3 1) 

4-;op-6, 7-i>V h + ^+y 'J > (8 9mg) £HJ£0iJ2 7T^/c3 
-?DD7x^ 4-kKn+->7x^ y h> (2 7 9mg) 
1 8 0W2 0#F B 1flt#LAio ^life^J2 4<i:|Hl«©7j^Tfl^t- *C£fcJ;»K 
3tS©tt£^£6 7mg. JR^4 

1 H-NMR (CDC 1 3 , 5 00MHz) :<54. 05 (s, 3 H) , 4. 
01 (s, 3H). 6, 71 (d, J=5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s. 1 H) . 7. 37-8. 03 
(m, 4H) 

mmftVrm (FD-MS. m/z) : 4 1 9 (M + ) 
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4-t-7'f;i/7x-;l/ 4-n^->7x-;l/ frh> 
mBS D a D©-ha^ ^> (5ml) 4\ mtSo^OT- V-;b (5 4 lmg) <trfJ 
BSS©4- t -7^;K>W;U?oU K (9 8 3mg) <hmSS5&©x^ > 
A(III) h >J 7)l,*aJ ?>XJl**- h (4 9 2mg) £fla;U 6 0ti:t2 

£8 6 2mg N iK$6 4rafco 
fi^lffl (FD-MS. m/z) : 268 (M + ) 

flife0J3O 

4 - t 4-kKn^->7x-;l/ y h> 
«0J2 9Ti§*:4- t --fT)l7 4 - * b*i/7 jl-jI >r\y 

(8 6 2mg) £N, N - f-,MwbA7 S K (3 5ml) \z®mL ^hU 
h*->K (5 6 2mg) 7Jl=r>^mm.T3^mMmUzo 

7 9 4mg. iR$9 7%T-miz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 6 (s, 9H) , 
6. 92 (d, J=8. 5Hz, 2H) , 7. 49 (d, J=8. 6Hz, 2 H) 
, 7. 72 (d. J=7. 9Hz, 2 H) , 7. 79 (d, J=8. 5Hz, 2 
H) 

SffbJ#Hii (FD-MS, m/z) :2 54 (M + ) 
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HWJ3 1 

(4- t --f*)l? {4- [(6, 7-^ht->-4-t;^) 
lt->] 7jl-M **jy (3 2) 

4-?nn-6. 7 -9* h***/ *)> (3 4 1mg) tm&m OT'ff 
4-t-m7x-;l/ 4-kKo*5/7xiA (7 7 5rag) 

£U 15 0"C*15£HHW*Lfc. ^**>/T-feh>-eaHt<B->U*y^ 

1 H-NMR (CDC 1 3 , 500 MHz) : S 1. 38 (s, 9H), 4. 
04 (s, 3H). 4. 06 (s, 3 H) . 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d. J=8. 5Hz, 2H), 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J=4. 9Hz, 1H) 

HUkftVr^L (FAB— MS, m/z) :44 2 (M + +l) 

H»J3 2 (#%W 
4-k'7x-;i/ 4-n^->7x-^ 

mH5S,©-hny^> (5 0ml) rfil&SCT^ V-Jl (3. 2 4 4 g) 
ir|i|R o D B 0 4 - 7 '/^ d "J K (6. 5 0 0 g) t mfl&S.© << •> f- 

;Ut:V7A (III ) h'j7Mny^>xM^-h (1. 8 6 1 g) &1ja*-, 
6 0 °C lex 2 4 B#RB«# L fc 0 RJ&g£4&** £ ? o o * ;U A^it, * o o 
*^AS^;K8K»vr*>»7AT«;i!it«ET^i«®*LT^^ (9. 8 
4 2g) © — 35 (1. OOg) £flK*K ^*1»->/7-bh>1?8H-r*'>'J*y 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 0 (s, 3H), 6. 
98 (d, J =8. 5Hz. 2H), 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d. J = 7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2H), 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2H) 
IIMKFD-MS, m/z) :28 8 (M + ) 

4 - \£? 4-kh'D^->7x^l/ >rh> 

H»J3 2-Z'&1zA-\£7 4-/h**>7*-Jl (2 6 7m 

g) £N, N-im-Jl*JlA7 i K (2 0ml) fc»#PU *hy*A?-;*\/ 
h*'>K(16 2mg) £Jn;U 7^^^ffl»T3NfBaflBKLfc 0 RlBfi^ft 
* 1 0 % U >B^»fc£it«xf-;l/-c#B U l»xf*i* 0 . 5 Nffilfeg* 

■*-SC£k:«fc»K mm<D^^2 0 7mg. JR^8 2 96-e£fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 9 1 (d, J =8. 5H 
z, 2H) , 7. 43 (t, J=7. 3Hz, 1 H) . 7. 52 (dd, J = 7. 
3Hz. 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz. 2 H) , 7. 7 
5 (d. J=7. 9Hz. 2H) 7. 77 (d, J=7. 9Hz, 2 H) , 7. 
83 (d, J = 7. 9Hz, 2H) 
M^tfftt (FD-MS, m/z) :2 7 4 (M + ) 
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mmm3 a 

(4- [(6, 7-yy h*>-4-*7 U;U) *±i/} 7 (4-t: 
7x-i) y 9 J > (3 3) 

4-?dd-6, 7-?yh*WJ> (6 5mg) <hHJfe^J3 3Tm4 
-k'7x^l 4-tKo + ->7x^ -7- h > (7 9mg) £*g£U 1 8 0 
o C*3 0#Rg«£#Lfc o Rft^^^DD^^A/^if-^ (i o/l) T- 

mg, iR^3 7%Tl#fc 0 

! H-NMR (CDClg, 90MHz) :<54. 11 (s, 3 H) , 4. 1 
4 (s, 3H) , 6. 7 4 (d, J =5. 3 Hz, 1 H) . 7. 3 0~8. 0 9 

(m, 15H), 8. 65 (d. J=5. 3Hz, 1 H) 

IlMt (FAB-MS, m/z) :4 6 2 (M + ) 

rfrS&Fn©- Yut^y (10ml) tk 7fJB£S©7- V -;U ( 1 . 0 8 1 g) 
imSS D a a©2— 7^7 h^;U^D»J K(l. 9 06 g) imifc.Fo©^ yf^W A 
(III) h 'J7;^d^ *>x;U**- h (6 2 0mg) fcJniU 6 0tlCT8 
"#H«# L fco KJE«£4&*7k i?DD* ^ AT-#ii&. ? a a * ;u AH£&7k 

^TJg^l-S^'jTjy^TJ^A^nv -K«fc!)*MI!U &SOfl;£ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 9 (s. 3H) , 6. 
98 (d. J=9. 2Hz. 2H), 7. 53 (t, J=8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz. 1H), 7. 86-7. 93 (m. 6H), 8. 
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21 (s, 1H) 
JMfeMffffi (FD-MS, m/z) :262 (M + ) 

mmm3 6 (#%#d 

^WJ3 5THfc4-y h*~>7x-;b 2-^-7f-;b y h > (7 3 5mg) 
£N, N-->Vf^A7; K (20ml) K&jgU ^h'J9A:M-y 
> K (4 9 lmg) £fln;i, T>»U3>^ffl^T5^ii^L^o KJw!&#j£H 
WJ 3 3 i f5)*i©;S&lcft o TMSt -5 C £ ic J; *K mm<Dfc&®£ 5 9 5mg, 
6%T#£ 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : <5 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t, J=7. 0Hz, 1 H) . 7. 67 (t. J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) . 7. 78-7. 80 
(m, 1H) , 8. 0 2~8. 1 0 (m, 3 H) , 8. 2 5 (s, 1 H) 
HMfttitM (FD-MS, m/z) :24 8 (M + ) 

{4- [(6, 7-y^^y-4-^;'J;l/) t^->] 7x-^} (2- + 
7*jD tfjy (3 4) 

4-^do-6, 7-v>V h*>*/ «J> (1 1 2mg) tm&mS 6Ti§fc 
4-fcFD + ->7x-i 2-^7*4/ t-F> (124mg) ^ u 18 
0t*3 0£IH«#Lfco S£S&$f£fS*a£il7K3it:H h U -)A*««i^DD 
*^AT-#Itf^ ?dd * A Ag^MTKSfEK^r* > 9 Atrial U 
fi±ttff&n^Sm (227mg) <D-U (50mg) ?ootW 

(5/i) T-gggts^^'j^y^^D^h^'^^^-ictt)^ 



WO 97/17329 



64 



PCT/JP96/03229 



u mm<D<t&®£ 1 1 m g> ©2 z%T~mz 0 

1 H-NMR (CDC 1 3 , 90MHz) :<54. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1 H) , 7. 35 (s, 1 H) 
, 7. 4 8-7. 9 0 (m, 5H), 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H) , 8. 60 (d, J=5. 3Hz, 1 H) 

m&ftVrm (FAB-MS, m/z) :4 3 6 (M + +l) 

mmmss (#%w) 
miss©- hoy (lomi) mfisa©T^-v-;b (i. o 8 1 g) 

tmi££©2-xy >OU?o «j K (1. 4 6 6 g) <t rfJBSon© *f 7T^k* l )A 
(III) F'j7^D^>^M4-h (6 2 0mg) *Jnix 6 0°C{wT8 

0> ^S©{b&tl£9 6 5 m g, JR*4 496T»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 89 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d, J=8. 6Hz, 2 H) 

HMftVrtiH (FD-MS, m/z) :218 (M + ) 

IIWJ3 9 (#%0>J) 

ll*S^J3 8^/14-^ h + >7x-;U 2-^x-^U *h>(8 0 4mg) 
*N. N-^fM^A7; K (3 0ml) Jw*§A?U * HJ «7 A^J-y r* 
•>F (6 4 5mg) £2JD;L> T^3*>5?H^T5^iB«ELfco Rit>*l£$f£ft 
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mm 3 3 tmmvjjmz'&ix&mL wm**Jimzt&*mmvy*i,vA-e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 6. 8 4 (b r s, 1 H) , 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d. J=8. 5Hz, 2 H) 
(FD-MS, m/z) :2 04 (M + ) 

mm&u 0 

{4-[(6, h*i/-4-*S VJl,) 7*.-M (2-f- 

y > (3 6) 

4-? on- 6, 7-vy h + v+y »J > (1 1 2mg) iHJ|^J3 9 Tlffc 
4-tFa + ->7x^ 2-f-i:=j|, (1 0 2mg) £fi£U 1 6 

ow4 o»BB«#Lfc 0 5jes^^i»i2 4 tmm<Dl5&?mmt Z Z t 

! H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) . 7. 29 (d, J=8. 5Hz, 2H), 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d. J=8. 6H 
z, 2H) , 8. 58 (d. J =5. 5Hz. 1 H) 

Kfi^tfrffi (FAB -MS, m/z) :3 9 2 (M + +l) 
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(4-^oa7x-;l/) {4- [(6, 7 -it* h*>-4 -*J V )V) 
*A 7x-;l>} *9 J > (3 7) 

4-?dd-6, 7- f J/ h + H> (1 1 2mg) £ rfjJRS© 4 - * d 
D7x^ 4-kKD + , >7x-^ Vh> (3 4 9mg) 180 
*C*2 0arj«#Lfco RJta^«l*^nD*;l,A/fti|if-^ (5/1) T-S 
B8* S if Jl *> 'J 77 y ;b * d -7 V 7 w - \z J; 0 ffiSj L , %fi® ft^Hl^ 2 6m 
g. iR^l 2%Ti#fc 0 

1 H-NMR (CDC 1 g, 90MHz) :<54. 03 (s, 3H), 4. 0 
7 (s, 3H) , 6. 6 6 (d. J = 5. 3 Hz, 1 H) , 7. 19-7. 3 4 
(m. 2H), 7. 44-7. 5 6 (m, 4 H) , 7. 7 1-7. 99 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 
HS£#r*t (FD-MS, m/z) : 4 1 9 (M + ) 

H»J4 2 

(4-7^a7x-^) {4- [(6, 7-i?/ h*->-4 >) Jl) * 
y^-jl) *9J> (3 8) 

4-?on-6, 7-Vt U> (11 2mg) tfflgLS&A-y A, 

tD7x_;b 4-tKo + y7x-^ >t h > (3 2 4 m g) £fi&U 1 7 
0iC*2 O^NHK^Lyt. SJCjSM^XlfeM4 1 i|SI«©^ftT*»K-rs^i 
l-ctO> nm<D<t&®& 1 1 4mg. JR^5 7 96T*&fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : <5 4. 04 (s, 3H), 4. 
07 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1H) , 7. 18 (d, J 
= 8. 5Hz, 1H), 7. 20 (d. J=8. 5Hz, 1 H) , 7. 27 (s. 
1H), 7. 28 (s, 1H). 7. 47 (d, J=8. 5Hz, 2 H) , 7. 
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86 (d, J=8. 5Hz, 1H), 7. 88 (d. J=8. 5Hz, 1 H) . 
7. 90 (d, J = 8. 5Hz, 2 H) , 8. 58 (d, J=4. 9Hz, 1 H) 
ftm&Vrm (FD-MS, m/z) :403 (M + ) 

H»J4 3 

{4- [ (6, 7- : J/ Y*v-4-*; *±js} 7x-i) . 
)}d t*Jy (3 9) 

4-?od-6, 7-v> h + >+y 'J > (9 lmg) ifUSg D a a©4 - b Ko 



*^>«/7x;> (2 4 3mg) £S£U 18 0r*3 0#RS1$#L/c o R 

ftfi&tt&£ffifli 3 1 tmrn^mx-mmti z t £s©ft£«9£ 3 8 

mg N JR*24«-e^fc 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 03 (s, 3H), 4. 0 
5 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31-7. 99 

(m, 11H), 8. 57 (d. J=5. 3Hz, 1 H) 

MfeMfrfc (FD-MS, m/z) :3 8 5 (M + ) 

H»J4 4 <&%W) 

3, 5-->V h*-> h;Ux> 

(20 0ml) icifilRSO^S/y-^ (5. 77g) £*gfl¥ 
Zit, iS/l-Jimm (8. 4 7ml) iR»*U^ (12. 3g) 
2. 5«W««Lfco RJ(5«^#I***I=*»^ *nn**.M?#Hfk ?oo 

^*1*->/#&x?-;u (5/1) WS'/'J^^a^dtF/^^ 
-Tft*!-t-*C<i:KJ:»), «H®<t^«I*5. 0 4 gs JK3S8 2%Ti#fc 0 
1 H-NMR (CDC 1 Q , 5 0 0MHz) :<5 2. 3 0 (s, 3H), 
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3. 76 (s. 6H), 6. 30 (s, 1 H) . 6. 37 (s, 2 H) 

Sterns mmm) 

2, 6-yyht->-4-^^7x-i 4- / h^->7x-;b >ir h > 
&7kxh7t Kp77> (10ml) l^»J4 4Tl#fc3, 
h;l/x> (1. 0 0 g) £*#U S*glBSiT-4 5M© 
n-y^;b>J^^A-^+-9->^ (2. 9 0ml) »^ 3 O^OTJf 
L£ 0 Mtc. mBSn D a©4-^ h + i/O'/'f^DlJ K (1. 2 3g) £xh5 
kF'D77> (10ml) KigJBU -4 5t«fT-^o< OJD^/Co mPIIfi 

if^ (5/1) T~mfflt Y^^^tv^h? 574 --eftgltZZ 
i I: J; I), IiO{t^3^ 3 8 4 m g , iR$ 2 0 %tifc 0 

* H — NMR (CDC 1 3 , 5 0 0 MHz) : 5 2. 4 0 (s, 3H) , 3. 
69 (s, 6H), 3. 85 (s, 3H), 6. 43 (s, 2H), 6. 89 
(d, J = 9. 2Hz, 2H), 7. 82 (d. J=9. 2Hz, 2H) 

H»J4 6 (#%0J) 
2, 6- vfc Kp*C/-4 -i f-;U7x_;b 4-fcKo^^7^-;b frh 

y_ 

Wbmct + Uy (10ml) KfltfeflU 5Ti#A:2, 6 - v>V h*->-4- 
^f^7iz;l, 4-^h4^>7i-^ 7"h> (3 2 1mg) «U M 
^miSS© h 'J 7*D^5 > (3 4 9ml) £»$>o < *)1jaz-tz'&^ MzS^T— Bfe 
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■y 4 -tmrntz c t k «k „ mmcoits®}* 8 7 m g , jr$ 6 8 $$-e»fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 16 (s, 3 H) , 6. 
16 (s, 2H). 6. 79 (d. J=8. 6Hz, 2H), 7. 56 (d. J 
= 8. 5Hz, 2H) 



HWJ4 7 

(2, 6-->'b -/ f^7x-;b) {4- [(6, 7->Vht 

■>-4-^;'j^) 7x_;u} /^y> (4 2) 

4-^od-6, 7-vV h + v+y «; > (6 lmg) iHJfe^J4 6"e*#fc2, 
6-ytKD+->-4-yf;l/7i-;l/ 4 - t Kd + ->7x-j1/ >y h > 
(lOOmg) ^->'xf b>yijj-^^yf;u-f^ (0. 5ml) 

t*it, 1 7 0^*2 o&vm&LtLo R&m&®zmm&iWi7km+ b >; * atk^ 

*y-/b (1 0 0/1) "T?gHH-*$"J *fM7A^Dvh/77>(-i; 
«fct)IS^L N SJg©fl;£$l£3 2mg. iR^2 7%Tl§^ 0 

1 H-NMR (DMSO, 5 00MHz) : 
8 2. 18 (s, 3H) , 3. 9 0 (s, 3 H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 (d, J=9. 2Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 4 3 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2 H) , 

8. 54 (d, J =5. 5Hz, 1 H) 
fi^l(FD-MS, m/z) :4 3 2 (M + +1) 
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6, 1- : J* h**>-4- (4 -r.ho7x;^-» U > 
4-^oo-6, 7-i>V h*i/*/ V > (1. 8 4g) imB5n n n0 4-^h 
□ 7x;-;K3. 42g)£&-tf. 1 70 < tKT5 QftmWfrLiz c mMt? 

7A?D7 1^*574 -(C«k»9^L, mmoit&tilt: 4 . 5 4 g, JR$8 9% 

* H-NMR (CDC 1 3 . 500 MHz) : 54. 01 (s, 3H), 
4. 0 6 (s, 3H) , 6. 6 9 (d, J =4. 9 Hz, 1 H) , 7. 2 7 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J=9. 1Hz, 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

K«£flr*& (FD-MS, m/z) :32 6 (M + ) 

6, i_z21 L±iizJ— : (4-7;;7x;^-» > 

6, h4->-4- (4--hD7x; + y) +;'J>(1. 0 0 g) 

*N, N-v^^W^AT; K/#»x^;U (3 0ml /15ml) i:MU 
1 OKTkiMb^^A-ISSt (6 9mg) £Jd*x **£HfrF£filwTl 7 

fc««t*w^ h ^At^Lfco «et£I£®£u mmo<t&®*7 9 9 

mg N JRi£8 8%Ti#fco 

1 H-NMR (CD 3 OD, 500 MHz) : 5 4. 00 (s, 3H), 
4. 0 0 (s, 3H) , 6. 4 7 (d, J = 5. 5H z, 1 H) , 6. 8 2 (d. 
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J =8. 6 Hz, 2H) , 6. 9 6 (d, J =9. 2 Hz. 2H) , 7. 3 2 
(s, 1H), 7. 62 (s, 1H) , 8. 36 (d. J=5. 5Hz. 1 H) 
W&fttirM (FD-MS, m/z) :29 6 (M + ) 

N— {4- [ (6, l_ z 21 t*±zJ^±Z l L=2Q *±2] 7*-^} - 
3 - fc° U 5 K (61) 

6, 7->V h+>-4- (4-7;;7x; + -» *y U > (5 7mg) <h 
ffiflRS©-:Jf->B (3 7mg) £N, N-^/^;U*;UA7~ K (2ml) (c 
&ft¥LA:&. l-i^;U-3- (3' ^;U7 $ J -fa t'Jl) iyfrXmi 

(7 9mg) £*|Q;U MKT 5 Lfc 0 £J&S£<8l**£ftII 

U ^jg<Dfl:£#j£4 7mg. iR$6 1W.o 

* H — NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 05 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d. J=4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2 H) , 8. 4 9 (d, J=4. 9H 
z, 1H). 8. 79 (d. J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 

nm&Vrm (FD-MS, m/z) :401 (M + ) 
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$mw5 1 

N- {4- [(6, 7->7K->-4-t;'J^)^-/] - 
(3, 4- ! J* ht->7xx;l>) a;U#*U-$ K (6 2) 

6. h*->-4- (4-7i;7x; + -» +7 'J > (5 6m g) <h 

mi5D a D©3, 4-^n + y$Ifi(6 0mg) N- *;MwUA7 
iK(2ml) CjgffU l-x^-3- (3* -y/f^^^oh^) 
*7;Utf>^ i Ki£&£ (8 lmg) £iD;U gS^T2 2 B^lf # L £o Kf&m 

(1 0/1) TSK-fSS/yawa^A^ov -Jw«k»3^S5!U S 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 3. 
87 (s, 3H), 4. 0 6 (s, 3H), 4. 07 (s, 3H), 6. 48 
(d, J=5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2 H) , 7. 
18 (d, J=9. 2Hz, 2H), 7. 34 (m. 2H), 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
MfeMFrtt (FD-MS, m/z) :4 6 0 (M + ) 

N — {4- [(6, 7-->V t^->] 7 ^— ;!/} - 

i/tu^Vyfijitfl-V-i K (6 3) 

6, 7-OV h + v-4- (4-7$ y 7x; + -» > (5 2mg) <h 

rfJ&,£©vy-n^*1f >#;U*'>$ (4 6mg) £N, N- i? J 3-Jl*Jl AT i 
K (2ml) KfcJBU l-x^^-3- (3* - S 7 :t°d t°;U) # 
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^•>^; mmm. (8 4mg) zma. sficT2 2i*paa^Lfc^ mmm 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 0 (m, 2H) , 1. 
5 6 (m. 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H) , 2. 2 6 (m. 1 H) , 4. 0 5 (s, 3 H) , 4. 0 5 (s, 
3H), 6. 43 (d, J=5. 5Hz, 1H) , 7. 14 (d. J = 8. 5H 
z, 2H), 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) . 7. 63 (d, J=8. 5Hz. 2H) . 8. 47 (d, J=5. 5Hz, 
1H) 

mftmm (fd-ms, m/z) : 4 06 (m + ) 

N- {4- [(6, 7-vM h*->-4-*y U-;U) 7x-;b) - 

2-77>^W»^ K (6 4) 

6, 7-v?y h + >-4- (4-7;77x; + -» 'J > (5 5mg) <h 
rf3JRS©2 -75 (3 2mg) £N, N-yyf^;^7; K 

(2ml) icJgtfU l-xf-;U-3- (3* - f-^T ^ J zfa t°;U) 

^ mmz (9 lmg) tun*.. m&\zx2 2mmmwiti^ nmms 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s, 3 H) , 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J = l. 8. 8. 7Hz, 1H). 7. 20 (d, J = 8. 6Hz, 2H) , 
7. 28 (d. 3=7. 9Hz, 1 H) , 7. 42 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d. J=9. 2Hz, 2H), 8. 
35 (s, 1H), 8. 49 (d. J=5. 5Hz, 1 H) 
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(FD-MS. m/z) :39 0 (M + ) 

N - {4- [(6, 7-^^^->-4-^;'J^) 7x_;U} - 

3-f-*7x>ft;U*>1?-$ K (6 5) 

6, 7-yn + ->-4- (4-7U7x> + y) *>"J > (5 4mg) t 
OTn D o©3-^*-7i>;^*>& (4 4mg) £N, K-i?^m*A7 5 
K (2ml) JwJgflfU l-xf-;l>-3- (3' - V f * )VT i J rfu\£)V) ij 
)l>#iU i Kill (8 2mg) £3JD/L> £fi£T3 lB£Kat#Lfc8U 
5 1 £E»©»flnc«koT««U £S©ft£#l£4 1 m g> IR$5 5%T'#/c 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 4. 0 2 (s, 3 H) , 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H) , 7. 73 (d. J=8. 6Hz, 2 H) , 8. 

05 (dd. J=l. 2. 3. 1Hz, 1 H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

n&ftftm (FD-MS, m/z) :4 0 6 (M + ) 

n»j5 5 

N— {4- [ (6, l_z21 t±±l 7*.-M - 

(4--Fd7x^) ijJlt'^i K (6 6) 

6, 7-->V h + i/-4- (4-7;;7x;*-» *v"j > (1 1 Omg) 
imBSiFo© 4 h a&mmWL ( 1 0 0 m g) £N, N — i? * f-Jt,*A,AT i K 
(4ml) IzmmU l-i*;U-3- (3' -•^/f^UT'Dt^) 
#i>-f i (1 7 6m g) *JD^.. M&ICT2 2 L fc3U H«J 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s. 3H), 
3. 95 (s, 3H), 6. 49 (d. J=5. 5Hz, 1 H) . 7. 29 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) . 7. 
93 (d. J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
. 1 0. 7 (s, 1 H) 
MfeMrffi (FD-MS, m/z) :4 4 5 (M + ) 

6 

N- {4- [ (6, 7-vV h*->-4-*7 U^;lQ 7x_;H - 

(N, N-yy W;y7x-;0 £2kjj±gj H ' ( 67 ) 
6, 7-vV h + >-4- (4-7;/7x; + -» +y;> (5 1mg) t 
miRS© 4 - v? y ^ 7 ( 4 4 m g ) £ N, N-it/ 7 

(2ml) fc»JBU 1 -xf;b-3- (3' - >V 5^7 ^ y -f o t°;l0 
rt-MW* Kttfttt (8 3mg) £Jn;i> SfilcTl 6 B#&SJ1I# L HJfe 
0U5 1 <t|HMfl©f£ffrc«fcoTfi5&U »f^M7mg, JR*1 0%T''&tz o 

2 H-NMR (CDC 1 3 , 5 00MHz) -.6 3. 0 6 (s, 6 H) , 
4. 05 (s, 3H). 4. 06 (s. 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d. J=8. 6Hz, 2H), 7. 17 (d, J = 8. 5H 
z. 2H), 7. 44 (s. 1H). 7. 57 (s, 1 H) , 7. 74 (d, J 
= 8. 5Hz, 2H). 7. 81 (d, J=9. 2Hz. 2H). 7. 94 (s, 
1H) , 8. 4 9 (d, J =5. 5Hz, 1 H) 
WMftVrffiL (FD-MS, m/z) :44 3 (M + ) 
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0U6PJ5 7 

N- {4- [ (6, 7-->V h*->-4-*y;^) 7x-;H - 

(4-7tf^7x-^) ijJlt'^i K (6 8) 

6. 7-vV h + ->-4- (4-7;/7xy + -» > (5 4mg) i 

rUBRS©4-T-fe^^mW (4 6mg) £N. N-vVf ^A7 ; K 
(2ml) Kjg8?U 1 -xf;P- 3 - (3* -y7f^7;;7*ot^) 

Ki£&i£ (8 7mg) lSi:t2 2 B#Rmt# L fUfcfll 

5 0i(H|^©^{z«koTflSlL. »{t^4 3mg, iR$5 3%T"^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) .52. 6 6 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
52 (s, 1H), 7. 94 (d, J=9. 2Hz, 2H), 8. 10 (m, 4 
H) . 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
M##Hi(FD-MS, m/z) :4 4 2 (M + ) 



H»J5 8 

N- {4- [ (6, 7->M ht->-4-^'J^) **vQ - 
(4-^;l/7^-;l/) a;U*>-fr$ K (6 9) 
6, h**>-4- (4-7;;7x/ + -» +7 l> > (5 4mg) <h 

mass© 4 -:/3-;U£Jl#» (5 4mg) £N, N-y7f;^A7; K (2 
ml) HjgflU l-xf-;U-3- (3' -itH-JlsTiyfat'Jl) 

4\ h*mmm (8 5mg) ztn*.* mkt2 2b#ibi«#l*:su mtzmsit 

1 H-NMR (CDClg, 500 MHz) .6 0. 95 (t, J=7. 3H 
z, 3H) . 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s, 3H), 6. 4 
8 (d, J=5. 5Hz. 1H), 7. 19 (d, J=9. 2Hz, 2H), 7. 
30 (d. J=8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
Kil##Hi (FD-MS, m/z) :4 56 (M + ) 

N- {4- [(6, 7-->V h^'>-4-^yj-;U) ^-^^/] 7j- Jl/} - 
(4-7;;7x-;i>) ^Mvj^J K (7 0) 
{4- [(6, t> + y-4-+; i J-;b) ^y] 7*^} (4 - 

-^^z^) K (lOOmg) £N, N-^f;l/^l/A7; 

K/»*if-;b (9ml /5ml) IcjgJBU 1 OX/^^A-^ (6 9m 
g) £flD;i> **^HftTMlcT2 2^rM}|^Lfco Kffc&£-t?5^ h£ffi^ 

£8 5mg, JR$9 l%-emtz 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 75 (b r s, 2H), 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J=9. 
2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 73 (d, 
J=8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 
(d, J =5. 5Hz, 1H) , 9. 9 0 (s. 1 H) 

BMftVtm (FD-MS, m/z) :415 (M + ) 
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mmm&o 

N- {4- [(6, 7->M h*i/-4-*S ')-Jl<) 7x-M - 

4 - h° 'J i? ytul*:**)- 1 K (71) 

6, 1- ! J* h + ->-4- (4-7;;7x7 + y) *y 'J > (5 3mg) t 
TUBRS©>f 7^.rr^>& (4 5mg) £N. N-y7W^A7; K (2ml) 
l-xf-;U-3- (3* -yyf^7;y7oh^) *;b**S>>f ^ K 
(9 8mg) »/U gfiKT6 2KfK»L/i^ H»J5 1 <tl5Hi<D 
Sfecfco-C|fS<L> IS«M2 2mg, M3 1 %Ti#^ 0 

1 H-NMR (DMSO-d g , 500MHz) -.(53. 94 (s, 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J=5. 5Hz, 1 H) . 7. 29 (d, 
J=9. 2 Hz, 2H), 7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d. J=4. 3Hz. 2H) 
, 1 0. 6 (s, 1H) 

Ii^I(FD-MS, m/z) :40 1 (M + ) 

HWJ6 1 

N - {4- [(6, 7-->7h4->-4-^;'J-^) tty] 7x-i) - 
2-ft7x>^^t; K (7 2) 

6. 7->M h + v-4- (4-7;/7x7 + -» +7 U > (5 Orag) £ 
rtJBSD D D ®2-^^-7i>^;l/^>K (4 6mg) £N, N - ^;l/+;UA7 ^ 
K (2ml) l-xf-;U-3- (3* -yVW^T'Dh^) a 

* mmm o 9m g ) £jn;u s^i-t6 2mmmftitz'&^ mmm 
5 1 i mmvmmz «t ^ t**« u &m<Dit&®z 3 7 m g . w.m 5 4 %ri#*:o 

1 H-NMR (CDClo. 500 MHz) : <5 4. 02 (s, 3H), 



WO 97/17329 



PCT/JP96/03229 



7 9 

4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) . 7. 11 (m, 
1 H) . 7. 1 7 (d, J =8. 6 Hz, 2 H) , 7. 40 (s, 1 H) , 
7. 55 (m. 1H), 7. 56 (s, 1 H) . 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) . 8. 3 8 (s, 1 H) , 8. 4 8 (d, J = 
4. 9Hz, 1H) 
li^tfrl (FD-MS, m/z) :4 0 6 (M + ) 

H»J6 2 

N- {4- [(6, 7-97h^y-4-^;';-;b)^y] 7 *-M - 
A-¥7 K (73) 

6, 7->V h*->-4- U-TiJ 7i;+y) +yj > (52mg) £ 
h >Jo:f-^7$ >/£i*fcy*l/> (3ml /2ml) IdSffiU ^m^<D\iy ^ 
-;U#jl,tf>I??n>j K (8 0mg) fcflnx.* ^Si:T2 5&NHI& Lfc 0 RJ5 

it&to* 9mg,©10 %T*ntz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H) , 6. 48 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1 H) , 7. 43 (t, J = 7. 3H 
z, 1H), 7. 50-7. 53 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H) , 7. 8 5 (d. J =8. 6H z, 2H) , 7. 9 6 (m, 2H) , 
8. 08 (d, J=8. 5Hz, 2H) . 8. 48 (d, J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1H) 
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@fi##rM (FD-MS. m/z) :4 7 6 (M + ) 
Hife0>J6 3 

N- {4- [(6, 7->^ h*»>-4-*7 'J-;l) y^^M - 

JjJltfJ-n K (7 4) 

6, 7-^F4y-4- (4-7;/7x; + -» *y U > (5 2mg) £ 
HJx^7~ >/^fcy^b> (3ml /2ml) KKSBU mflg D D n ©4-y 
h*v£m#ifc*o>J K (0. 0 7ml) £1a^ f£i:T30Wj|Lfc^ 

mmm 62 1 mmvmtiz £ ^ rmn u mmoits®* 3 4 m g N jr* 4 1 % 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 0. 9 9 (t, J=7. 3H 
z, 3H) , l. 5 2 (m, 2 H) , 1. 8 0 (m, 2H) . 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s. 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H), 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 4 6 (s, 1H), 7. 5 7 (s, 1 H) , 7. 7 4 

(d, J=9. 2Hz, 2H), 7. 86 (d, J=9. 2Hz, 2H), 8. 
10 (s, 1H), 8. 4 9 (d, J=4. 9Hz, 1 H) 

K«##rffi (FD-MS, m/z) : 4 7 2 (M + ) 

H3S0J6 4 

N- {4- [(6, 7-^nty-4-^/'J-;l/) t^y] 7x-;b) - 
(4-7'd^7^-;U) a K (7 5) 

6, 7-i^ h*->-4- (4-T^y7iy + » (5 2mg) t 

rfTfi&S©4-:/n^-$Il#& (7 8mg) £N, N-^yf;WM7; K (2 
ml) fcfcfl?U l-x^;b-3- (3' - $?y ^,u 7 5 j -f u b°;U) 
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<< X Kttlfttt (1 0 2mg) £Jd;U SffilwTl 7B$P H E HI#LA:gU H»J5 1 
£E«©*ftfc.fcoT»«U &m<D<t&®}£4 3mg N JR^52%T'?#^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 07 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d, J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s. 1 H) , 7. 6 
2 (s, 1H), 7. 65 (d, J=8. 6Hz, 2H). 7. 84 (d. J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 
Mmftmm (FD-MS, m/z) : 4 7 8 (M + ) . 4 8 0 (M + + 2) 

mmm6 5 

N- {4- [(6, 7-^n^>-4-t;'J-i)^->] - 
(4-y F^y^/l/^-j^x-^) K (7 6) 

6, 7-^h + y-4 - (4-7;;7x;*-» *y U > (1 0 Omg) 
ti&R&O*; ff-frT 1/7*4* (13 Omg) £N, N-v^;U*;UAT 

5 K (4ml) (zmmU l-J-i-JV-3- (3' -^W^^DtTA) 
#;U**SM $ K&ifclg (2 2 7mg) £Jd;L, MfcTl 8NrHHl»L^ H 
16015 liH»®«fticJ:->T«l!U »fl:^9 9ra g> JR^6 4%T 

1 H-NMR (CDC 1 3 , 5 00MHz) : 5 3. 98 (s, 3 H) , 4. 

06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d. J = 4. 9Hz, 1 
H) . 7. 22 (d, J = 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 

7. 56 (s, 1H). 7. 76 (d, J=9. 2Hz, 2H) , 7. 97 (d, 
J = 8. 6Hz, 2H), 8. 18 (d, J=8. 6Hz. 2 H) , 8. 49 
(d, J=5. 5Hz, 1H) 
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Ii3jtffl (FD-MS, m/z) :45 8 (M + ) 

N- {4- [ (6, 7->^ ^>>-4-^y ij^^) ^c/) 7x ^;j / } - 

2-b°'J ^>^kji±gJ K (7 7) 

6, 7-->7 t> + ->-4- (4-7U7z/ + y) 'J > (5 0mg) £ 
mBS^Ofzi'J (4 2mg) £N, N-^yfA + AA7; K (2ml) ic 
»«?U l-x*;b-3- (3' -*J/*AfTZ yyDt^) *w^ $ K£ 
(1 2 3mg) gfifcTl 9NfPdHKff Lfc^. HWJ5 1 £E»© 

1 H-NMR (CDC 1 3> 5 0 0MHz) :<54. 06 (s, 3H) , 4. 
06 (s, 3H) , 6. 49 (d. J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H), 7. 89 (d, J=9. 2Hz, 2 H) , 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d. J=5. 5Hz, 1 
H) , 8. 64 (dd, J-l. 8, 4. 9Hz, 1 H) 
mftVm (FD-MS, m/z) :40 1 (M + ) 

HM0J6 7 

N- {4- [(6, 7-v^ h*->-4-*V l)x;l/> 7x-;H - 

(4-bKD^->^^f-;l/7x^) K (7 8) 

{4- [ (6. 7-v/ h*i/-4-*y l>x;l/) 7x^;H - (4 

^•^;^:-;l'7x;;l) a;M?*if$ K£./*/-;U (3ml) K&fl? 
U 3 3%7KK^U-7A7k^ (1. 5ml) £fln;U W.UT- 2 ^rlBHKf^ L fc e 
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1 H-NMR (DMSO-dg, 5 0 0MHz) .6 3. 9 3 (s, 3 H) , 
3. 94 (s. 3H). 6. 47 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1H), 7. 5 1 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4 H) . 8. 47 (d, J 
= 5. 5Hz, 1 H) , 10. 5 (s, 1H) 

n&MJtm (FD-MS, m/z) :4 4 4 (M + ) 

N- {4- [(6, 7-/n^y-4-t;'J-;l/) ^y] 7*-Jl} - 
is? uKy^ytiJV^^i K (7 9) 

6, 7->?y h*>-4- (4-7;;7x; + -» +7 U > (5 3m g) £ 
W9S.£ i (Di/t?v3'<>?yjjjl,+;y& (66mg) £N, N-y7f;l/*;^7; 
K (2ml) izmmU 1 -xf-;l,-3- (3* - v^;U7 $ / 7d t°;U) a 
;UtfvM i K£&& (1 1 Omg) £fln;U g&KT 1 7^MaB^Lfc» % HJfe 
015 1 il^aojftftlcioTifilKU SI«^3 5mg, iR¥5 0%T~m 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H), 2. 7 5 (m, 1H) , 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J =4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H). 7. 65 (d, J=8. 6Hz, 2H), 8. 47 (d, J 
= 5. 5H z, 1 H) , 
Si^i(FD-MS, m/z) :3 9 2 (M + ) 
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N - {4- [ (6, 7-v>V h*->-4-*y 7*-)\,} - 

7^7>^>^m»; K (8 1) 

6, h + (4-7;;7x;^-» U > (5 lmg) i 

rftffi&VT y^? > ? >fi (1 1 Orag) £N, N - if/ T)l*)ll>T I 

K (2ml) lc»J»U l-if-iP-3- (3* -yVWi^ab^) * 
^ K&ifctt (1 0 7mg) fcfln*., M&fcTl 5NfIHHW*L^ Hife 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 1. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H), 2. 13 (m, 3H) . 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 15 (d. 
J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 55 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d. J=4. 9Hz, 1 H) , 

WAfttirW. (FD-MS, m/z) :4 5 8 (M + ) 

H&0J7O 

N — {4- [ (6, 7-v^ h*i/-4-*J **jA 7x-;U> - 

6, 7-*>V h + v-4- (4-7;;7x; + y) +yj > (1 1 Omg) 
<bmBSi&©4-7-fe h + '>^mSi? (2 0 7mg) £N, N-y7f-^t«;^7. 
$ K (6ml) 1 -jl^-jI-3- (3' -•^^W;;7 , Dt^) 

a;MW * (2 2 3mg) £flD*.. MKT7l$IHI«#L*:8U Hife 

W5 1iH«©»miJ:r>T«l«U IlO{t^l2 3mg, JR*7 2«T 
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*H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 3 5 (s. 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d. J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s. 1 H) , 7. 73 (d. J=9. 
2Hz. 2H), 7. 87 (s, 1 H) . 7. 93 (d. J=8. 6Hz, 2 H) 
. 8. 5 0 (d, J =5. 5Hz. 1 H) , 
nmfttirm (FD-MS, m/z) :4 58 (M + ) 

mmm7 1 

N- {4- [(6, 7-v*;< h*->-4-*>"J.=jtO 7x-;M - 

2- (6-7-fe hjj^2f2k) ^Hj±±j E (8 2) 

6, 7-v^y h + ^-4- (4-7;;7x; + -» +>"J > (5 lmg) £ 
rfJE£ n D n®6-T-t? h + ->-2-^7 hxi (1 2 lmg) £N, N-^^fM 
;bA7-5 K (2ml) lc*A?U l-x**-3- (3' -Vt+frTlJ-fu 
Jjjltfitj i Kglfett (1 2 4mg) £J)D>U tiSCTl 3B$HHW*Lfc 
SU ^Jfefll5 1 iTOO»mcJ:oT«|!!L> ^SO{k^6 6mg, JR$7 
5%Ti§*: 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 52. 38 (s. 3H) , 
4. 03 (s, 3H), 4. 05 (s, 3H). 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) . 7. 30 (dd, J=2. 4, 
9. 2Hz, 1H) , 7. 4 2 (s. 1 H) , 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz. 1H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 
86 (d, J=8. 6Hz, 1H), 7. 89 (d, J=9. 2Hz, 1 H) . 
7. 9 4 (d, J =8. 6 Hz, 1H) , 8. 3 8 (s, 1 H) , 8. 4 9 (d, 
J=4. 9Hz, 1H) 
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JMbMJHI (FD-MS, m/z) : 5 0 8 (M + ) 

N- {4- [(6, 7->J* 7x-;H - 

(4-bKo4->7x-Jl/) ftJl/g*gj K (8 3) 

N - {4- [(6. h**>-4-*y »J-^) **^3 7x-;b} - 

(4 -7* h*->7x-;l/) 5 K (1 0 3mg) £y *y-JU (4m 

1) l:MU 3 5%*iMb*y>A*»«[ (2ml) £ija*. «-?5*HIHK 

*Lfc*^ *&kaffl** h 'J *AT-S£&Lfco «ET&i8£S£ LT^btifciS 

1 H-NMR (DMSO-d g, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz. 1 H) , 6. 87 (d, 
J=8. 5Hz, 2H), 7. 24 (d, J=9. 2Hz, 2H), 7. 39 

(s, 1H), 7. 52 (s, 1H). 7. 87 (d, J=8. 6Hz, 2H) , 
7. 90 (d, J=9. 2Hz, 2H), 8. 47 (d, J=5. 5Hz. 1 H) 
, 1 0. 1 (s, 1H) 

MbWrtt (FD-MS. m/z) :417 (M + +l) 

H»J7 3 

N— {4- [(6, 7-i?/ h*i/-4-*S *±jd y^-M - 

2- (6-bKo^'>f7^) i3Jl,#*-9-Z K (8 4) 

N— (4- [(6. 7-^ h+'>-4-*;'J-^)**'>] 7xji;I/} - 
2- (6-7-tr h*5/^7f->U) rt^***-* * K (4 7mg) *y-;U (4 
ml) fc»f»U 3 5 %7KB*ftrtU -5 ATfcigfc (2ml) £flD;L> S&-C5B&M 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 95 (s, 3H) , 
3. 95 (s, 3H), 6. 49 (d. J=4. 9Hz, 1 H) , 7. 18 (m, 
1H), 7. 20 (s, 1H), 7. 27 (d, J=8. 6Hz, 2H), 
7. 39 (s, 1H). 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H) , 7. 92-7. 98 (m, 4 H) , 8. 47-8. 48 (m, 2 H) , 
10. 0 (b r s, 1H) , 10. 4 (s, 1 H) 
Sffi##HI (FD-MS, m/z) :46 7 (M + +l) 

N- (4-y h^->7^-;U) -N / - {4- [ (6, 7-i?/ h*is-4- 
*j yjL-Jl} ^7 (4 3) 

6, 7-y^ + ->-4- (4-7;;7xy*y) l> > (5 3mg) £ 
h^i> (3ml) {ijDM^L^ 4-^ + y7xz;Kv->7*-h 
(0. 2ml) ^ 3 Ofiffiljam&ffiUzo VOhLTZtimikZimL h 
^ >T^1"S d t ICi Qmmolt&VaZ 5 4 m JR$ 6 8 %T#^ 0 

1 H-NMR (DMSO-dg, 5 00MHz) :53. 72 (s. 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H) . 6. 44 (d, J=4. 9Hz, 
1H) , 6. 8 7 (d, J =8. 5Hz, 2 H) , 7. 1 9 (d, J =9. 2H 
2. 2H), 7. 37 (d, J = 8. 5Hz, 2H), 7. 38 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 5Hz, 2H) , 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
KS#tJHI (F D -MS, m/z) : 4 4 5 (M + ) 
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N- (4-7;M-Q7x-;U) -N' - {4- [ (6, 7- : J* h*->-4- 
JrSV-jl) y^-Jl) (4 4) 

6, 7->V V* : s-4- (4-7;;7x; + -» +;>J> (5 4mg) £ 
h;Ux> (3ml) KflnftfcfSLfcSU 4-7Wd7x^Wv^7*-^ 
(0. 2ml) £Jn;U 7 0^HIlffll!«*L/io ff*LT*fc»S*itIRU h 

X H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3H). 
3. 95 (s, 3H), 6. 44 (d. 3=4. 9Hz, 1 H) , 7. 12 (m, 
2H), 7. 1 9 (m, 2H), 7. 38 (s, 1 H) . 7. 47 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 8. 45 (d, 
J=5. 5Hz, 1H). 8. 72 (s, 1 H) , 8. 79 (s, 1 H) 
^1 (FD-MS, m/z) :4 3 3 (M + ) 

HJ60J7 6 

N- (4-7nt7x-;l) -N' - {4- [ (6, 1- ! J* h*is-4-* 
JV-)V) 7x-Jl) (4 5) 

6, -7-vV h + i/-4- (4-7;;7x; + -» 'J > (52mg) £ 
h;Px> (3ml) fcJnlftjBJBLfcSU 4-7*Dt7x-;K7-m-h 
(0. 2ml)m, 5 0^HJDil!ba«ELfco fftbLT^fclSSIfciilRU h 
>Himt Z Z t K «fc t) mm<Dlt&®$: 5 6mg N )R$6 4 %Ti#fc 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=5. 5Hz. 1 H) , 7. 19 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 45 (m, 4H), 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d. J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
I1MKFD-MS, m/z) :493 (M + ), 4 9 5 (M + + 2) 

N— {4- [(6, 7--?y h*->-4-*y 'J-;!/) **'>3 7i-i) - 
N' - (4 -- ha7x-;l/) 91/7 (46) 

6, 7-y7h + v-4- (4 -7 S J 7 x y 4- -» *y 'J > (1 0 3mg) 
*Y)l3.y (10ml) izmmmmifz^ 4--ha7*-)UV'sT%-h 
(3 6 6mg) Ztiaz.. 6 QftNtiJamMWLltZo tfriii LT#fc*SJI£«3KU r 
^x>-e**-r*Cilc:«kt)^ao{k^ft*l 4 lmg, JR^8 8%Tli^o 

1 H-NMR (DMSO-d g, 500 MHz) : <5 3. 94 (s, 3H). 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 2 3 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) . 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2H), 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 20 (d, J=9. 2Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 
H) . 9. 08 (s, 1H) , 9. 4 9 (s, 1 H) 

®*##HI (FD-MS, m/z) :4 6 0 (M + ) 

H»J7 8 

N- (4-7'f;l/7x-;[/) -N / - {4- [ (6, 1- : J/ h*->-4-* 
/'J-;!/) ix.-)\A fJVT (4 7) 

6, 7-vV h + i/-4- (4-7;;7x; + y) >J > (5 Omg) £ 
h^x> (3ml) KjDl»*«?Lfc«L 4-7f-*7x-;M'y5/7*- h 
(0. 2ml) £flD*.. 2 6&r«lHf»aBSLfc 0 g££?Da*;UA/7-t?h> 

(i o/d T®&st-£:/i)rty,a^5A?Dv ^77^ -ic^orasu s 
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mcDit&mt 3 6 m g N JR5S 4 5 %t:'&tz 0 

1 H-NMR (CDC1 3 /CD 3 0D, 5 0 0MHz) : 6 0. 9 3 (m, 
3H), 1. 3 5 (m, 2H). 1. 5 7 (m, 2 H) , 2. 5 7 (m, 2 H) , 
4. 06 (s, 3H). 4. 06 (s. 3H), 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H), 7. 33-7. 62 (m, 6H), 8. 39 (m, 1 H) 

M&ffitt (FD-MS, m/z) :47 1 (M + ) 



HSS0J7 9 

N- (4-7;;7x-;b) — N' - {4- [ (6, l-'J* h*^-4-* 
7'J_;b) y^-jl) (4 8) 

N- {4- [ (6, 7-$» h**>-4-*/ 'J-AO 7i;;H - 

N* - (4 --ho) 7x-^7U7 (lllmg) £N, N - >>V ^;1/*;UA 
7; K (7ml) fcjglBU 1 0 V *7 A (1 0 Omg) £flo 

x.. 7km&mm.TmuizT2 2^mmwitz 0 wm&^j htm^rm&i 

S£U SS©^^6 6mg, iR>£6 3%H^tz 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (b r s. 2H). 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d. J=8. 6Hz, 2H). 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H), 7. 51 (s, 1H). 7. 55 (d, J=9. 2Hz, 2H) , 
8. 14 (s, 1H), 8. 45 (d. J=4. 9Hz. 1 H) , 8. 61 (s, 
1H) 

M£flHt (FD-MS, m/z) :4 3 0 (M + ) 
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mmm8o 

N- (4-7tf;l/7x-;b) -N' - {4- [(6, 7-^ ^-/-4- 
pj-^vj 7i-jH 71/ 7 (4 9) 

6, 7-2/ h + ->-4- (4-7;;7 i ; + -» 'J > (51mg) £ 
Y)lx.> (3ml) CftH»»IPLfcllx 4-7t^;b7iZMVy7*-h 
(2 10mg) 2 0^Jomii^L^o 8S^^oo*W7-feh> 

(i o/i) r-MBii-rsv/'jrty^^/^D^ h^7^ -kj^ikhu S 

m(D<t&®Z 5 0mg,iR$64 %T'&tz 0 

1 H-NMR (CDC 1 3 /CD 3 OD, 50 0MHz) .62. 5 9 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J=5. 
5Hz, 1H), 7. 17 (d. J=8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
, 7. 58 (s, 1H), 7. 5 8 (d, J =8. 5Hz, 2H) , 7. 60 

(d, J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H), 8. 
40 (d, J=5. 5Hz, 1H) 

fiMl (FD-MS, m/z) :4 5 7 (M + ) 



mmm8 1 

N- {4- [ (6, 7-vV Y*i/-4-*J U-;U) - 
N' - (4-7x^->7x-;b) 7i/7 (50) 

6, 7-v?^ + ->-4- (4-7^y 7W*» +y U> (53mg) 
Y)l3-> (3ml) KflDfl&*JS?Lfc8U 4 -7 x V *>7 x-^-f y *>7*- h 
(0. 2ml) ^rjp^ 3 O^PMS^fcLfco g^?Dom/7*l>> 

(i o/i) X'Mm-tny i )ti¥JitivAi7a^b^^y>(~izx^^mu m 

JS©{fc&$j£ 5 5 m g . 6 0 %T'^fc 0 

1 H-NMR (CDC 1 «/CD„OD, 5 0 0MHz) : 6 4. 4 6 (s. 



WO 97/17329 



92 



PCT/JP96/03229 



3H) , 4. 4 6 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
mm&lgm. (ED-MS, m/z) :507 (M + ) 

N - (4-Jv7ut°)U7 3.-Jl>) -N' - {4- [(6, 7-^ht'>- 
4-*y 'J-;U) **/) 7i-M frb7 (5 1) 

6, l-'J/ b*is-4- (4-7i;7x^-» 4;>J> (51mg)^ 
h^x> (3ml) Kflofl&jgJBLfc&N 4--f y^Dt e ;l7x^My->7^- 
h (0. 2ml) ^J0^. 2 6fiffim&&Mltz 0 »^oo^A/7tF 
> (10/1) -CJgB8-9 u 5->»J*W*7A^Dvh^77>f-JwJ:t>«8!|U 
^S©<t£«!J& 70mg,)R$90 %T"^^io 

1 H-NMR (CD 3 OD, 500 MHz) : <5 1 . 18 (d, J =6. 7H 
z, 6H) . 2. 82 (m, 1 H) , 3. 97 (s, 3H). 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J=8. 5Hz, 2 H) , 7. 25 (d, J=8. 5H 
z, 2H) , 7. 2 6 (s, 1H) , 7. 38 (s, 1 H) , 7. 4 1 (d, J 
= 9. 2Hz, 2H), 7. 54 (s. 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

Hfi##HI (FD-MS, m/z) :4 5 7 (M + ) 

m&fe0]8 3 

N- (4- h 'J 7Md^ 3-)1-7jl-)V) -N' - {4- [ (6, 7 - i?/ h 
^y-4-4;'J^) 7x-;b) (5 2) 

6, 7-i>V h*->-4- (4-7;;7x; + '» (5 3m g) £ 
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(3ml) iZtiammifz&s 4-h'J7^o^f/l,7x-MV'> 

rz-b (o. 2mi) zmn, i o&mmmmmitzo Vrihtx^tzm^m 

* H -NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 05 (s, 3H) , 
4. 05 (s, 3H). 6. 52 (d, J=5. 5Hz. 1H), 7. 18 (d, 
J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 
7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J=8. 6Hz, 2H) 
. 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
K»##HI (FD-MS, m/z) :4 8 3 (M + ) 

HJ&0J8 4 

N- (4-n-7f-;l7x_;U) -N / - {2- [ (6, l-'Jt h*->-4 
-*yj>>l/) 7x-;l/) (14 7) 

^WJ4 8K:fc^T> 4-- Fo7x;-/H;MT2 --^7x7-;^ 
J8l^li^tefn|lif;:S!!Lfc6, 7-^^*->-4 - (2-^FD7x; + y) 
U >£$!Jfe0lJ4 9tHaica5cL-r»fcx 6. 7->7h^->-4- (2- 
+y >j> (56mg) (3ml) ^ft«»»«¥Lfc 

4-n-7W7x-/Kv->7^-h (0. 2ml) «-Jn^> 3 OftffllJQ 
$&&ltz 0 ^7DD*M/7th> (10/1) •Z-mWtZi'VijfJl' 
ta^ty^yj -\z£t)ffimU ii<Dft^4 5mg> iR^5 0%T^fc o 
* H — NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 89 (t, J=7. 3H 
z. 3H) , 1. 3 0 (m, 2H) ,1.52 (m, 2H) , 2. 50 (m, 2 
H) , 3. 90 (s, 3H), 3. 93 (s, 3 H) , 6. 22 (d. J = 
4. 9Hz, 1H), 6. 87 (d. J=7. 3Hz, 1 H) . 6. 96~ 
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7. 0 1 (m, 4H), 7. 15 (brs, 1 H) , 7. 2 8-7. 3 1 (m, 
4H), 8. 12 (brs. 1 H) . 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 58 (d, J=7. 9Hz, 1 H) 
MbMrtt (FD-MS, m/z) :47 1 (M + ) 

HJfe^J8 5 

N- (4-n-m7x-^) -N' - {3- [ (6, h*->-4 
^jl-^} frU7 (9 1) 
8 icfc^Tx 4--hD7x; -;Hc*^T 3--ho7x; 
ffl^fcKjWiig«i:4KLfc6. 7-yy h + y-4 - (3--ho7xy*-» 
+y U>*HSSW4 9iHaica5cL-C©fc. 6, 7-yy h + y-4 - (3- 
7;;7x; + y) *y y > (5 lmg) £ b;Ui> (3m 1 ) KflD&ig^LA: 
tk 4-n-7*f;l/7x-Mym"h (0. 2ml) 5 0#ISHin 

aWBiftLfco »^nD*;l,A/7tK> (10/1) T'Jg^-TS > U 
?n-?hy?7 4 -iz&bmWIL mm®1t&®l£2 6mg. JR$3 2%T'?#^o 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : <5 0. 89 (t, J=7. 3H 
z, 3H) ,1.30 (m, 2H) , 1. 52 (m, 2H) , 2. 51 (m. 2 
H) , 3. 95 (s, 1H), 4. 00 (s. 1 H) . 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d. J=8. 0Hz, 1 H) . 7. 04 (d, J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d. J =4. 9Hz, 1 H) 
m&ftftm (FD-MS, m/z) :47 1 (M + ) 
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N-n-T^-N' - {4- [(6, 7 -if* h*>-4 U ;U) 
y/j 7x-;b) frUT (13 9) 

6, 7->>V h*f>-4- (4-7U7x;*-» +yj> (5 lmg) £ 
Mbx> (3ml) IcJjnMiglBLfcSU n-^MVyy^-h (0. 2ml) 

^sn^. 1 4B#iainaaBiELfco SM?oD*w7t^ (i o/i) -c 

mmtZ •> »J * ovh?*^^ -K-fc&fcS!! U £g©ft£«j£ 3 1 m g. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3 (t, J = 7. 3H 
z, 3H), 1. 3 7 (m, 2H), 1. 5 3 (m, 2H), 3. 2 8 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3 H) . 5. 0 4 (b r s, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (brs, 1 H) , 7. 1 
1 (d. J = 9. 2 Hz, 2H) , 7. 4 1 (s, 1 H) , 7. 4 3 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

n&ftttm (FD-MS, m/z) :39 5 (M + ) 

N — {4 - [ (6, 7 -'J/ h*»>-4 -*J <)Jl) 7 - 

(4- h'J7^toyf;l/7x-;b) jrJMff^J K (15 7) 

6, 7-V/ h + »>-4- (4-7;;7x;+-» U > (5 3m g) <b 
rUISa© 4 - h U 7>l* a ^ * (102mg) £N, N - ^;U* 

Jl^Ti K (3ml) IcJgtfLfctk l-x^-3- (3 1 -*/*;U7S/ 
7 0 Dh , ;b) *;l/.f^; Kttlfe& (1 0 2mg) S-flD*., MSKt 1 4B#p E g«# 
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1 H-NMR (CDClg, 5 0 0MHz) :54. 04 (s, 3 H) , 4. 

05 (s, 3H), 6. 48 (d. J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J=8. 6Hz, 2H), 8. 
02 (d, J=7. 9Hz, 2H), 8. 13 (brs, 1H), 8. 49 (d, 
J = 5. 5Hz, 1H) 

WS##tM (FD-MS, m/z) :4 6 8 (M + ) 

flife0J8 8 

N- {4- [ (6, l-'J* b*iy-4 -*J IMP 7 - 

(4->^n^->^7x^) K (15 8) 

6, 7-vM h*->-4- (4-7$y:7W*» +7 'J > (52mg) t 
OTddO 4 - *> * □ ^+ S/^lLSil ( 1 0 9 m g ) & N , N - v y ^;1>*;U A 
7; K (3ml) KjgHLfc^ 1 -x^Jb-3 - (3' - >V f-JlT i J ~fa 

fji) jjjiKijj i mmm (i 1 omg) zmx.. w&kti Amfsamttz 

6 4%-e^fco 

1 H-NMR (CDClj, 500 MHz) : 6 1. 25-1. 86 (m, 
10H), 2. 55 (m, 1H), 4. 01 (s. 3H), 4. 03 (s, 3H) 
. 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d. J=8. 5Hz, 2 
H) , 7. 27 (d, J=7. 9Hz, 2 H) , 7. 39 (s. 1H) , 
7. 55 (s, 1H), 7. 75 (d, J=9. 2Hz. 2 H) , 7. 83 (d, 
J=8. 6Hz, 2H). 8. 46 (d, J=5. 5Hz, 1 H) 
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tt^l (FD-MS. m/z) :4 8 2 (M + ) 
H»J8 9 

N- {3- [ (6. 1- ! J* h*>-4-*y 7x-/b) - 

(4 - t -yf;b7x-;b) K (15 9) 

6, 7-^^«>-4- (3-7; 7 7x^*» *y »J > (5 4mg) £ 
rfJS5o D D © 4 - t - fl-Jb&gSWL ( 1 0 2 m g) £N, H — : Jjt ?)l,*jlJ*T i 
K (3ml) fci«»Lfc^ l-x^U-3- (3' - f-;U7 $ y/o t e ;U) 
fjJU^'M i (1 0 6mg) £flD*.> MfcT6B#ia«#LfcSU Ute 

1 H-NMR (CDC1 3 , 500MHz) : 6 1. 34 (s, 9H), 
4. 01 (s, 3H). 4. 04 (s, 3 H) , 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J=7. 3Hz, 1 H) . 7. 2 9-7. 68 (m, 7 
H) , 7. 85 (d, J=7. 9Hz, 2H), 8. 48 (d. J=4. 9Hz, 
1H) , 8. 5 9 (brs, 1 H) 
M##HI (FD-MS, m/z) :4 56 (M + ) 

H»J9 0 

N- {3- [(6, 7-^R->-4-t/'Ji) fgj 7xz;H - (4 
- t -yf;t>7x-;l) a;M?*-»S K (16 0) 

6, 7 -it/ h + i/-4- (3-7;;7x-Wt) +;'J > (6 2mg) 
<tmiXD D D ©4- t -y^>»l^m§i? (1 0 9mg) £N, N-S?y f;kt>^A7 
S K (3ml) tzmmitzfa l-i^^-3- (3' -^W^T'Db' 

;u) *A«Ks;-r $ K£&i& (l 1 2m g ) £jn;U MSKT2 s^ji^l^ 
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Uteris i mmommzx^xmnu «B©ft^j*5 4mg % ^57% 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 3 1 (s, 9H) , 4. 
00 (s, 3H) , 4. 01 (s. 3H), 6. 83 (d, J=4. 9Hz, 1 
H) . 7. 2 0~7. 9 9 (m. 9H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H) , 8. 60 (b r s, 1 H) 

Si^KFD-MS, m/z) :472 (M + ) 

mmmv 1 

N— {4- [ (6, h*»>-4-*y W - (4 

Qltf±Vi K (16 1) 
6. 7-vM h**>-4- (4-7;;7x; + y) +yj > (62mg) £ 
rf?|g,S©4-7^;U£m§& (1 0 4mg) *N. N-->VfWM7; K 
(3ml) te»«¥LfcSL l-x~*)l-3- (3' -y/i-^TlJZtnt'jl) 
*Jl#i?>( i mWtm (1 1 7mg) ^ta^ WM.K.T2 lBSHfflB* Lfc^ H 

mms i trnmommz^rmmu ii©it^2im g , ^2 2%-e 

1 H-NMR (CDClg, 500MHz) : 6 0. 94 (t, J=7. 3H 
z, 3H) , 1. 38 (m, 2H) , 1. 63 (m, 2H) , 2. 69 (t, J 
= 7. 9Hz, 2H), 4. 03 (s. 3H), 4. 05 (s, 3H), 
6. 72 (d, J=4. 9Hz. 1 H) , 7. 30 (d. J=7. 9Hz, 2 H) 
. 7. 39 (s, 1H), 7. 42 (s. 1H), 7. 57 (d, J = 8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J=7. 
9 Hz, 2H) , 8. 0 8 (s. 1 H) , 8. 4 2 (d. J =5. 5 Hz, 1 H) 

©fi#tJfiI (FD-MS, m/z) :4 72 (M + ) 
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mmm9 2 

N- {4- [(6, b*f-4-*; W 7x-M - 

N' - (4-yf;W7x-J!/) frl/7 (16 3) 

6, h + >-4- (4-7;;7x/ + -» +;'J>(53mg)^ 

h;Ui> (3ml) lcflti»»»L^ 4-^W7x^Kv->7^-h 

(o. 2mi) £tn;u 8^rjttD«a»6Lyto VrthLTZtzm&zmmu b>i 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 62. 4 4 (s, 3 H) . 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2H), 7. 23 (d. J=8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d, J = 9. 2Hz, 2H), 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) . 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s. 1 H) 

M&fttirlta (FD-MS, m/z) :461 (M + ) 

H«)9 3 

N- (3-*.h*i/1jfr#-fr7x.-)ld -N r - {4- [ (6, 
^•>-4-^'J^) **v^] 7x-;H 7U7 (16 4) 

6, l-Vt h**>-4- (4-7;;7x;^-» +y'J> (53mg) £ 
MUx> (5ml) KUammmitim, 3-xh+i/*^i;i/7i-MV'> 
7*-h (2 8 4mg) £flO;L. 1 l$|I3ta*attE L *:<> o o*;bA/7 

-ir h > (10/1) X'Mmti^VijYJliJy^^o^b^^yH-lzXfomm 
U m&®<t&®Zl 8mg, JR*2 0%-?'#fc o 

1 H-NMR (CDClj, 500MHz) : 5 1. 3 8 (m, 3H), 
3. 9 8 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 5 (m, 2H) , 6. 4 
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5 (d. J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 47 (d. 
J=8. 6Hz, 2H). 7. 58 (s, 1 H) , 7. 96 (d, J=9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
»l$MJTlt (FD-MS, m/z) : 4 8 7 (M + ) 

H&0I9 4 

N— (4-»pa7t^) — N' - {4- [ (6, 7-vV h*->-4-4- 
7 U;l) *±}S] 7x-;H -)l/7 (16 5) 

6, h*->-4- (4-7$y7x;*-» */ U > (52mg) * 

h;l/x> (5ml) irM^L^s 4-^nn7xiWVi/7*-h 
( 0 . 2ml) £fln;U 1 l$RSft[]&iB3iE L fc 0 tfrtiJ L T £ fc*Sil£»IR U h Jl 
x > T-^-T S C £ K * •? SflCDft&tt* 4 3mg, iR$5 5%«„ 

* H — NMR (DMSO-dg , 500MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H). 7. 32 (d, J=8. 5Hz, 2 H) , 7. 38 
(s, 1H), 7. 49 (d. J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 

(FD-MS, m/z) : 4 4 9 (M+) , 45 1 (M + +2) 

N— (2--f7 7 , al:;b7x-;l/) — N' - {4- [(6, 1-V*h*i/- 
4-*7'J;U) 7x-;b} ^1/7 (16 6) 
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6, l-'J* h + v/-4- (4-7U7x;*-» *V'J > (4 4mg) £ 
Y)\>3-y (5ml) KtaJ»*#Lfc8U 2 -> f 77n t')l7±-JU 7 ->7*- 
h (0. 2ml) fcftiiU 8 0#WJD*««Lfco Mt£?oo*;UA/7-tr h 
> (10/1) TS^t--5>'U^y;l/^7A^Dvh^57^-(c e t«9!|tS!L. 
IlOft^l4mg N J»2 0%T-^ o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 2 1 (m, 6H) , 

3. 2 1 (m, 1H), 4. 0 4 (s, 3 H) . 4. 04 (s, 3 H) , 

6. 4 2 (m, 1H), 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 
M$Mfftt (FD-MS, m/z) :4 5 7 (M + ) 

n- {4- [(6, ij Z 2Al±k—Lz±lJUkL±±k2 i^-M - 

N' -7x-;»/7lx7 (1 6 7) 

6, h + v-4- (4-7;;7x; + y) > (5 lmg) £ 

h;b^> (5ml) {cJn^<SLfc^ 7x-Mvm-h (0. 2ml) 
£iD*.> 5 O^JDO^iS^Lfco g5lt£?on*;UA/7-t?h> (10/1) 7? 

2 lmg N iR$4 l%Tl#^o 
1 H-NMR (CDClg, 500MHz) :<54. 04 (s, 3H), 

4. 0 4 (s, 3H) , 6. 6 1 (m, 1 H) . 7. 0 5 (m, 1 H) . 7. 3 
6-7. 4 4 (m, 1 OH) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

fflUMfrtt (FD-MS, m/z) :43 1 (M + ) 
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7 

N— {4- [(6, h*->-4-4-y 'JdQ 7x-;U} - 

N' - (2-- hD7x-Jl/) ^7 (168) 

6, 7->M h + >-4- (4-7;;7i; + '» +yj> (8 3mg) £ 
K^i> (8ml) IztiatmMlfc'ik, 4--hD7xz;Kv->7^-h (3 
7 0mg) £fla;U 4 0»liiIL/:o WfcB LT£fcg&£»l*U Wl>x 
>Tifc&t S :i lw «fc V) mm<D<k&toZ 5 8 m g > 4 5 %Tl§*: 0 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz. 1 H) , 7. 22 (m, 
1H), 7. 23 (d. J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
5 1 (s, 1H) , 7. 6 2 (d, J =9. 2H z, 2H) , 7. 7 1 (m, 1 
H) , 8. 11 (m, 1H), 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

!»fi##ffifi (FD-MS. m/z) :4 6 0 (M + ) 

HJ60IJ9 8 

N- (2-7^7x-Jl/) -N' - {4- [ (6, l-'Jjf h*is-4-* 
J*))V) 7x-;b} (16 9) 

N— {4- [(6, 7-^h + i/-4-*;'JA) t+«>] 7x^;b} - 
N' - (2--hD7i-;b) 9 1/7 (42mg) £N, N-->7fWA7 
^ K/B*&xf-;U (12ml /6ml) K&*?U 2 0%7KiM:^ V+t 
* (7 Omg) £fln;U *«OTSHTSffl«wT3l^ra«»Lfco KJ6tt*«>r 

L*: 0 *ET*tttS£U £S©ft&«3 9mg> iR^l 0 0%Ti§*: o 
1 H-NMR (DMSO-d c , 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
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3. 95 (s, 3H), 4. 77 (b r s, 2H) , 6. 44 (d, J=5. 5 
Hz, 1H), 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J = 8. 5Hz, 2 H) , 7. 34 (m, 1 H) . 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d. J=4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

MaUfil (FD-MS, m/z) :4 3 0 (M + ) 

H»J9 9 

N- {4- [(6, 7-S?y hfr5/-4— fry U;tQ *fr->3 7i-Jl/) - 
N' - (3--hQ7x-;b) VlsT (17 0) 
6, 7-vy- hfr>-4- (4-7;;7x; + -» +7 'J> (8 3mg) £ 
(6ml) l:|»Lfci, 3--hD7x^W7->7*-h 
(3 8 4mg) £}JD;U 4 0»iiILfco ^?oo*;l,A/7t h> 

do/1) TgHt5i"j*m7A^D7 h/77^ -k^hssu m. 

l«^4 4mg, iR^3 4%T^7t 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 9 (s, 3 H) , 
4. 04 (s, 3H), 6. 43 (d, J=4. 9Hz. 1 H) , 7. 10 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H) . 7. 5 7 (s, 1 H) , 7. 8 1 (m, 2H) , 8. 1 9 (s, 1 
H) . 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 5 
9 (s, 1H) 
K*£#HI (FD-MS, m/z) :46 0 (M + ) 
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mmmi o o 

N — {4 — [ (6, Y*v-A-*J *) Jl) *±i/} 7 - 

W -*?*)IW7 (1 7 1) 

6, 7-v>V h + ->-4- (4-7;y7i^-» +7'J > (5 lmg) £ 
h^x> (5ml) CjDlS»JIILfclft> *^f-^>f 7>7*- h (0. 2ml) 

2t$ffimm&mifco ^?od^/7^i«> uo/n -eg 

mg N iR^4 l%T**#fc 0 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 8 7 (m, 3H), 1. 
2 6-1. 3 0 (m, 10H), 1. 5 3 (m, 2H), 3. 2 7 (m, 2H), 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 0 4 (m. 1 H) , 6. 4 
4 (d, J =5. 5Hz, 1H) , 6. 97 (s, 1H), 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) . 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

IMIt (FD-MS, m/z) :45 1 (M + ) 

mmmi o 1 

N- (3-7^77x-;lQ -N' - {4- [ (6, 7->?/ h*->-4-4- 
y U;i/) 7f^->] y^-M 7P7 (17 2) 

N- {4- [(6, 7-^h*->-4-*;'JA) 7i-;H - 

N' - (3-^hD7x-;W »7lx7 (28mg) £N, N - f-;U*;UA7 
^ K/ftKi^;U (5m 1/2. 5ml) fcf&JBU 2 0%7kSKb^ v^A- 
Ifc* (9 7mg) £Jn;i. **&Mf*.Tm.feKT3Wm&LiZo Ri6«*-b7 

«IL^ 0 «ffT«j«B*U mmoit&totl 3mg. i|5^5 1 %TifA: 0 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 4. 02 (s, 3H), 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz, 
1H) , 6. 6 1 (m. 1H) . 6. 9 0 (s. 1 H) , 7. 0 5 (m, 1 H) , 
7. 0 9 (d. J =8. 5 Hz, 2H) . 7. 40 (s, 1 H) , 7. 4 3 (m, 
1H) , 7. 4 7 (d, J =8. 5 Hz, 2 H) , 7. 5 5 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
Mbrtffli (FD-MS, m/z) :4 3 0 (M + ) 

mmmi 02 

N-7'J^-N' -{4- [(6, h*->-4-*y 
7 (17 3) 

6, 1 -'Jt K4-X-4- (4-7;;7xy*v/) +yj > (5 Omg) £ 
N, N--;ym;l/A7; K (5ml) KTgJglA:^ 7'J;K - h 

(0. 2ml) £fln;i. 8 0°CT1 5 l$P^tag«# Uc Q KfcmzfcZm^ & 

SiLfco «ET»«*S*Ls «aE*^DD*;l,A/7-bh> (10/1) T? 

6 lmg. JR^9 6%Ti#fco 
! H-NMR (CDClj, 5 0 0MHz) : 6 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H), 4. 03 (s, 3H) , 5. 12 (d, J = 10. 4H 
z, 1H), 5. 23 (d, J = 1 7. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 88 (m, 1H), 6. 41 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J=8, 5. 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H), 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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MBMJr* (FD-MS, m/z) :3 7 9 (M + ) 

N- {4- [ (6, h*v-4-*7 7xz;l,) - 

N' - (l-±y^Jl) <yi/T (17 4) 

6, 7-^> h*i/-4- (4-7;;7i; + -» U > (5 Omg) £ 
h;Ux> (5ml) fCtD^jSL^x 1 -*7f-;M'7->7*- h (0. 2m 
1) £JJ0;U 2 OaffltoffiKftL*:,, &aE£?oo*;UA/7-feh> (10/1) 

4 1mg,iR$5 2%X-ntz 0 

X H-NMR (DMSO-dg , 5 00MHz) :53. 95 (s, 3 H) , 
3. 95 (s. 3H), 6. 45 (d. J=5. 5Hz, 1 H) , 7. 21 (d. 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m, 7 
H) , 7. 9 2-8. 15 (m, 3 H) , 8. 4 6 (d, J =4. 9H z, 1 H) 
, 8. 8 0 (s, 1 H) , 9. 2 0 (s, 1 H) 

nmftVxm (FD-MS, m/z) : 4 6 5 (M + ) 

mmm 1 o 4 

N- (2-lf7x^) -N / - {4- [ (6, 7-^y h*->-4-*7 'J 
;U) <?UT (17 5) 

6, 7-^y h*«>-4- (4-7;;7iy + -» +yj> (5 2mg) £ 
h;U^> (5ml) KmmMltz'&. 2-k'7x-M7->7^- h (0. 2 
ml) £Jn;U 3 0»B3JDSWB»ELfco jSfi^DD*W7-bh> (10/ 

^56mg, iR$6 4%T*ifc 0 
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X H-NMR (CDClg, 500 MHz) :<53. 97 (s. 3H). 
4. 04 (s, 3H), 6. 35 (d. J=5. 5Hz, 1 H) . 6. 96 (s, 
1H), 7. 40 (d, J = 9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
11H). 7. 54 (s, 1H). 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J = 5. 5Hz, 1 H) 

JMtfttfrft (FD-MS, m/z) :49 1 (M + ) 

mmm 105 

N - (4-xf-;U7x-;l/) - N' - {4- [ (6, 7-v> h*->-4-4- 
Jjnd #±¥2 7i^) (18 8) 

6, 7- h*S>-4- (4-7i;7x; + -» +y 'J > (5 lmg) £ 
h;Ui> (5ml) Icflnfci&JISLfcSL 

( o . 2mo * jd^x 90 ftmmmmm Lfcc»^D=f>M/7-bh> 

(1 0/1) «t5/'J*W7A^Q7 h^77^ -fc**>f*«U S 

H©fb£tt* 42mg N iR$56 %Tl#^o 

1 H-NMR(CDC1 3 , 500 MHz) : 5 1. 18 (m. 3H), 2. 
5 8 (m, 2H). 3. 99 (s, 3H), 4. 0 2 (s, 3H), 6. 39 

(d, J = 5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) , 7. 
11 (d, J=7. 9Hz. 2H), 7. 25 (d. J=8. 5Hz, 2 H) , 
7. 4 0 (s, 1H) , 7. 4 2 (d, J = 8. 5H z, 2H) . 7. 5 5 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

TOtlri(FD-MS, m/z) :44 3 (M + ) 
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mmw 1 o 6 

N-OW^-N / - {4- [(6, i_z21 L±rizi— ±Zl2k> 
♦>3 7x_;U) U7 (18 9) 

6. 7-*V h + i/-4- (4-7U7x; + i/) */* 'J > (5 2mg) £ 
(5ml) CAlM^PL^tftx 'O'AfJH' V>7*- h (0. 2ml) 
£}JD;is 5 0&mijam&mLtz o EMZ9aa*)U*/T*h> (10/1) T 

1 lmg, JR^l 

1 H-NMR(CDC1 3> 500 MHz) : <5 4. 0 6 (s, 3H), 4. 

07 (s. 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m. 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H), 11. 04 (s, 1 H) 

Il^tffKFD-MS, m/z) :4 4 3 (M + ) 



fmm 107 

N-x^^^v/^;l/^-;U-N , - {4- [(6, 7 - : J J >- 4 Z ±JJ) 
)\d 7x^} frj/7 (19 0) 

6, 7-->V h + i/-4- (4-7^7iy + y) +;U> (52mg) £ 
h;Ui> (5ml) IwflD&jgfBLfc&x ih*^^-Mvm-F 
(0. 2ml)»^ 1 5»il«L/: 0 ^^DD^A/7t h> 

(i o/i) T'g&rrs^'jrt^^A^Dv -kj^imhu s 

1 H-NMR (CDCL . 500 MHz) : 51. 37 (t, J = 7. 3H 
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z, 3H) , 4. 1 0 (s, 3H) , 4. 1 7 (s, 3H) . 4. 3 1 (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J=6. 1Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz, 2H) , 7. 64 (s, 1H), 7. 7 2 (d, J =9. 2H 
z, 2H) , 8. 1 2 (s, 1 H) , 8. 5 0 (d, J =6. 7H z, 1 H) , 
1 0. 08 (s, 1H) 
««£tfHfi (FD-MS, m/z) :411 (M + ) 

H»J10 8 

N- {4- [(6, 7->7 h*->-4-*y'J;l) Z^EZkl ~ 

N' - (2-^f;t>7x^) fr^7 (56) 
6. 7 -if/ h^v-4- (4-7;;7i; + -» *y U > (5 lmg) £ 
(5ml) fcflDfl&*»Lfc8U 2-y^7x^.MV->7^-h 
( 0 . 2ml) tm*., 1 5 £ffi:(ID£tiI% L tz 0 gi£ ?dd A/7-t? h > 
(1 0/1) T'MffltZi/VJj'fJlty^tuT'hyyy'i-lz&iommi. B. 
S©i*fc&#!*6 lmg. JR^8 2%?'&tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 2 0 (s, 3H) , 4. 
00 (s, 3H), 4. 03 (s. 3H), 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m. 6 
H) , 7. 39 (s, 1 H) . 7. 4 2 (d, J =8. 5 Hz. 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2H), 7! 80 (s, 1 H) 
, 8. 45 (d, J =5. 5Hz, 1 H) 
nmftftm (FD-MS, m/z) :42 9 (M + ) 
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mmmi 09 

N- {4- [(6, 7-^^->-4-4;'J;Ott'>] 7*-)l) - 
N' - (3-y f^7x-;P) fruy (5 5) 

6. h + >-4- (4-7;/7x^-»+y'J> (5 lmg) £ 

h;Ux> (5ml) lcflnfl&*tfLfc8U 3-*1-Jl7x.-)l4Vi'T*-h 
(0. 2 m l ) ZMz., 1 5AIHBP«ai*Lfco SaE*^aa.sh;UA/7-bh> 
(1 0/1) -MM** 2/ 'J 5 A? nv h^77^ -fcJ:0l*«U ^ 

1 H-NMR (CDClg, 5 0 0MHz) : 6 2. 3 2 (s, 3H). 
4. 02 (s, 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d, J=7. 3Hz, 1 H) . 7. 10-7. 22 (m, 6 
H) , 7. 4 1 (s, 1 H) , 7. 4 4~7. 4 7 (m. 3 H) . 7. 5 6 (s, 
1H) , 8. 4 6 (d, J=5. 5Hz, 1 H) 

mmftVrm (FD-MS, m/z) :4 2 9 (M + ) 

H»J 1 1 0 

N- (2-7^Q7x^) -N' - {4- [ (6, l_z2± H*'>~4- 
4VU_fl/) **ri/] 7x-;b} (6 0) 

6, 7-">V h + >-4- (4-7^7x; + -» *7 <J > (5 lmg) £ 
h;l/^> (5ml) Kflo&?§ft?LfcSL 2-7Wn7x-;K7->7^-h 
(0. 2ml) £Jn;L. 1 5#®mt$MMltZo m&Zt Y > 

(i o/i) -egra***>y*Y;i'*5A*ov h/77^ -k^oiwku £ 

HOl'b^tt* 5 4 m g. JR$7 3 %T#fc 0 

X H-NMR (CDClg, 500 MHz) : <5 4. 01 (s, 3H), 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 6. 9 7- 
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7. 04 (m, 2H) , 7. 10-7. 1 2 (m. 3H) , 7. 4 2 (s. 1H) 
, 7. 4 9 (d, J =9. 2 Hz. 2H) , 7. 5 7 (s. 1 H) , 7. 7 3 

(s, 1H), 8. 17 (m, 1H) , 8. 35 (s. 1 H) , 8. 48 (d, 
J = 5. 5Hz, 1H) 

SMKMJHi (FD-MS, m/z) :4 3 3 (M + ) 

mmmi 1 1 

N- {4- [(6, r*->-4-*7'J;10 *jr>j 7x-;U} - 

N' -7n b°;l/»U7 (1 9 4) 

6, 7-?* h + i/-4- (4-7;y7x; + -» +;'J> (5 4mg) £ 
N, N-yyf;l,7*^A7; K (3ml) fci&JBLfc&x "/n b 0 ;^ y </7* 
-h (0. 2ml) £fln;U 8 0rT2 4B^a*&»#Lfc o EJcdfcKTkfcjQiU 

ttfilLfco «EET»»£e*U SS^^anWi/7*l>> (1 0/1) 

■es&ihh y;^7 a? d-7 h^77^ -K«kt)««!u mmoit&tyz 

5 9mg N JR^8 4%T^^ 0 

X H-NMR (CDC lg , 5 0 0MHz) : 6 0. 9 3 (m, 3H) , 
1. 55 (m, 2H), 3. 24 (m, 2H), 4. 02 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1 H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 39 
(s, 1H). 7. 43 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 60 (brs. 1H), 8. 44 (d. J = 5. 5Hz, 1 H) 
WMfttfrM. (FD-MS, m/z) :38 1 (M + ) 
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1 1 2 

mmm 1 2 

N — {4- [(6, 7-/7ht->-4-t;'J^) ^->] 7x-^) - 
N / - (4 -7 *.-)lJjJltf-Jl7 7\s7 (19 5) 

6, h + v-4 - (4-7i;7x; + y) *y 'J > (54m g) £ 

h^x> (5ml) lc»»U KU7*xy> (5 3mg) ZljQz^ 2 05JBBD 
.MLfco S&&IC4-7S y<>'/7xy > (8 5mg) »^ l Win 

8E£S£U ^it£?on*;UA/7-fe h> (10/1) T'Sga-i"S«>U*y;l/ 
*7A^7^77^ -KJ;*)*jt$!!U mm<Dlt&to£l 9mg. JR« 1% 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 01 (s, 3H), 

4. 04 (s, 3H) . 6. 4 4 (d, J = 4. 9H z, 1 H) , 7. 1 2 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s, 1 H) . 8. 47 (d, J = 

5. 5Hz, 1H) 

mafffl (FD-MS. m/z) :519 (M + ) 

H«ji l 3 

N-^*->;U-N' - {4- [(6, 7-^h^->-4-t;U)^->] 
7x-;b) frU7 (19 6) 

6, 7-5*;* h*i/-4- (4-7;;7x; + y) *y V > (5 2mg) £ 
N. N- i/V f-;U7*;UA7$ K (3ml) lcigJ|?L*:8L ^*i/JUVi/7* 
-h (0. 2m I) ^ira^. 6 O^Tl 5S$mQimftUz 0 RfomzykZUa^ 



WO 97/17329 PCT/JP96/03229 

113 



•el&BLfco «ET8IK*S*U S$^^on^W7th> (1 0/1) 

6 3mg. >\m8 4%T*'&tZo 

1 H-NMR (CDC l 3 . 5 0 0MHz) : 6 0. 8 5 (m, 3H) , 
1. 2 5-1. 4 7 (m, 6H) , 1. 5 0 (m, 2 H) , 3. 2 6 (q, d = 
6. 7Hz, 2H), 4. 02 (s, 3 H) , 4. 02 (s, 3 H) , 5. 68 

(brs. 1H). 6. 40 (d. J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s. 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s. 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

WMfitirW. (FD-MS, m/z) :4 2 3 (M + ) 



mmmi 1 4 

N - (5---f >y-;lO -N 7 - {4- [ (6, 7- >V V*i/-4-*J 'J 
;U) j^vp Z±=M (19 7) 

6, h + ->-4- (4-7;y7x/ + -» +yj > (5 1mg) £ 

h;Ui> (5ml) KfiSJU h'J7*xy> (5 4mg) &1ja^ 12ftmtia 

mmmuzo Bu&toz4-7i (3 6m g ) zua^ zsftfmim 

®£U gHt£?oo*;UA/7*h> (10/1) T-mffltZis 1 )*?^? 
A? □? h^77>f -K^ftSSJU ^maltS®* 1 3mg, JR$1 6%Tii 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 0 4 (m, 2H) . 
2. 82~2. 86 (m. 4 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 4 0 (d, J =5. 5 Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J=8. 5Hz, 2H), 7. 13 (m, 1 H) . 7. 32 (s, 1 H) , 

7. 4 0-7. 5 7 (m, 6 H) , 8. 44 (d, J=4. 9Hz, 1 H) 
fi^I (FD-MS, m/z) :4 5 5 (M + ) 

mmmi 1 5 

N- (3, A- : J* h*v7x-;U) -N / - {4- [ (6, 
-4-^y'J^) t^->] 7x-;b} frUT(19 8) 

3, 4-^h + i/7-'JX4 2mg) *h^x> (5ml) i:»»U h 
'JW> (24mg) 2 2#miJUimtftltLo JKIS&IC6. 7 -v 5 ^ 

h+>-4- (4-7;;7i; + y) *y 'J> (5 lmg) (5 2mg) £Jn 
1 8»i«U: e h U«>A7k*«[*in^ 

L/Co «ET««*e±L. gSSE£*oo*;L/A/7*r> (1 0/1) TSB? 
n'>'J*m5A^D7 -K«kt)ffSaU BMmt&VdZ 1 5m 

g> CTl 8 96t?^fco 

1 H-NMR(CDC1 3 , 500 MHz) :<53. 8 4 (s. 3H), 
3. 85 (s, 3H), 4. 01 (s, 3H). 4. 04 (s, 3H), 

6. 43 (d. J=4. 9Hz, 1 H) , 6. 75-6. 80 (m, 2H), 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J =8. 5Hz, 2H), 7. 
56 (s, 1H), 7. 59 (s, 1 H) . 8. 46 (d, J=4. 9Hz, 1 
H) 

M&ffli (FD-MS, m/z) :4 7 5 (M + ) 
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mmmi i 6 

N- (3, 4-xfl/>y^y7z^) -N' - {4- [ (6, 7 -is/ 
h*->-4-*y W 7j,-M uU7 (19 9) 

3, 4-xf-U>i/^- + >7^'J > (8 0mg) £h;bi> (5ml) Icjgfl? 
U F'JxWiXO. 5m 1 ) &mz.tz& h 'J t«7f> (5 Omg) £jfjn 
^ H^WttD«lil«ELfco Settle 6, 7-^h*->-4- (4.-7;;7x 
y + i/) +yj > (5 2mg) £JD;U 1 0 O&BfliJDa&il&IELfco RJ&ftlcftl* 
h 'J *A*»«£iD;U »ilxf-;U7?2lHlJfttflL^^W«Ji*tafd*!a* 
Tft»U i«7-F'j7A«lfco ttET**l£B±U »^dd 
*)VA/T-bb> (10/1) -ZWiffltZ>v l )ii¥)\<iJ7 2*?a^ b?77<(- 

1 H-NMR (DMSO-dg , 500 MHz) : <5 3. 94 (s. 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1 H) , 
7. 17 (d, J = 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d. J=8. 5Hz. 2H), 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H), 8. 69 (s, 1 H) 

Mm&mm (fd-ms, m/z) =473 (m + ) 
mmm 117 

N-y^^-N- {4- [ (6, 7- vV h*>-4-*y jMQ y 
-N / - (4-/ht->7x-;l/) uUT (2 0 0) 

(0. 2 7ml) \z*m (0. 13ml) ^Jn^. 6 0tT2l^lSIln 
&if#Lfco -Slfc&Kx h5k Kd77> (8ml) Kr§ft?L*:6, 7->>/. h 
*->-4- (4-7U7x; + -» +y D > (3 0 3mg) £flD;L x Sffllcr 
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ffT*§&£®£U giE£?oo*;UA/7Hr h> (10/1) T'Jg&gf £v'J 
*W7A?D7 l>/7 7-f -KJ^HSHU 6. 7- h*->-4- (4 

C©6, 7- : J/ V* : s-4- (4-*;U5 )17 i J 7i7+y) *J 'J > 
(3 1 7mg) ^fh7b Ko77> (9m 1) d7gft?L TK^bT^ . A 
Df-^A (1 8 1mg) £fln;U MzglwT2^ffii$L/ic Rlt^{c^tT>^ 

Wtmk± h 'J «7 ATflaftLfco SETSfite®£U o o*;UA/7 

■b h> (10/1) TSH-t-S^U^y^^A^n^ h^5 7-f -tc<fcO»§!! 
Ln 6, 7 - it J h + ->-4- (4-^f^7; /7W + -» *y U >£2 3 
9 m g'&tz Q 

C©6. 7-v"y h*->-4- ^7x7 + ^) +7 U > (4 

9m g) £h;Ui> (5ml) lcilD&fe#? L 4- / h + y7x_;W7y 
(0. 2ml) £flO;U 1 2^mHmmitZo Si4?oa*W 
7-fe h> (l o/l) •eSH§-9 w -5*> , J*^*7A^D-7 h^5 7>f -ickfjfS 
SSL. Si©M*4 7mg, iR^5 l%Ti§fco 

1 H-NMR (CDC1 3> 500 MHz) : <5 3. 38 (s, 3H), 
3. 77 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3 H) . 

6. 14 (brs, 1H), 6. 59 (d. J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2H), 

7. 29 (d, J=9. 2Hz, 2H), 7. 44 (d, J=8. 6Hz, 2 H) 
, 7. 45 (s, 1H). 7. 52 (s, 1 H) , 8. 55 (d. J=5. 5H 
z, 1H) 
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K«#tfril (FD-MS, m/z) :4 5 9 (M + ) 

mmmi 1 8 

N-yf;l/-N-7x-;b-N' - {4- [(6, 7-y7 ht->-4-^ 

t^i/] 7 (2 0 1) 

6, 7->V h*->-4- (4-7i;7x; + -» 'j> (72mg) £ 
h;Ux> (7ml) fcSSU MJ**y> (5 2mg) Ztoz.^ 3B#M2nlftl 
*lfc 0 SJ5Ii:N-^f^7-'J> (0. 0 5ml) £fln;U l^Mlft)lMS% 

*U n&Z?an*)lA/T* h> (10/1) T?SBB-r4->'J*y^*5A 
-fcJ:t)l«»U mmV)<t&®t:4 8mg, iR$4 696T?»fc 0 

1 H-NMR (CDClg, 500 MHz) : <5 3. 37 (s, 3H), 
4. .04 (s, 3H), 4. 04 (s, 3H). 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) 
. 7. 37-7. 53 (m. 8 H) , 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

Kfi##Hi! (FD-MS, m/z) :429 (M + ) 

flttfll 1 9 

N-/1-)l-N- (4-7 h^->7x-;b) - N' - {4- 

[ (6, 1_jz2Jl t±2n±Z±l , Ukl *±±J 7x-M 7U7 (2 02) 

N- (4-y h + ->7xz;l) -N' - {4- [ (6, 7-vM h + *>-4- 
*y»J;lO 7x-;H -7 1/7 (9 9mg) £N, N-v?yf;^;^7 

^ K (3ml) fc&JJ¥U 7k*^h'J^A (4 2mg) SrflD*.. MS{CT2 0 
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£®m&ltz'&B04t*1-Jl (0. 0 3ml) £Jo;U EMTlNrl8»#Lfc 0 

$^^DD*M/7th> (10/1) T-MffitZ^VtifMiv^tu-? h 

1 H-NMR(CDC1 3> 500 MHz) : <5 3. 23 (s, 3H), 

3. 24 (s. 3H), 3. 75 (s, 3H), 4. 05 (s, 3H), 

4. 06 (s, 3H), 6. 27 (d, J=5. 5Hz, 1 H) . 6. 69 (d, 
J=8. 5Hz. 2H), 6. 81 (d, J=9. 2Hz, 2H) , 6. 89 
(d, J=9. 2Hz, 2H), 6. 91 (d, J=9. 2Hz, 2H), 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d. J=4. 9Hz, 1 
H) 

K*»*rtt (FD-MS, m/z) :4 7 3 (M + ) 

HMU2 0 (#%0J) 

3, 4-^^an7x-;M--)' h^->7x^»h> 

rUSSn^O-bDy ?y (1 0ml) >K miSSOT-V-^ (1. 08 1 g) 
£ rUIS^^, 4-v??nDK>^;^DiJK(2. 0 9 5 g) ttftfo&OJ 
«yr;l/t*^A(III) h'j7;l/tD/^>x;l/^-h (6 2 0mg) £flD;i> 
6 OttcTSB^fltftUCo %$M£M*-kt 9 dd*;^T«> 9 a d* 

&m<Ott£>m*2 7 Orag, PI 0%Tiifco 

1 H-NMR (CDClj, 5 0 0MHz) : 6 3. 9 0 (s, 3H) , 
6. 98 (d, J=9. 2Hz. 2H) . 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H). 7. 79 (d. J=9. 2Hz, 2 H) , 7. 84 
(d, J = l. 8Hz, 1H) 

OTHMJfffi (FD-MS, m/z) :28 0 (M + ) , 2 8 2 (M + + 2) 

H»«12 1 (#%W 

f£S60U 2 0T^fc3, 4-^dd7x-;1 4-n + ->7x^;l/ 
> (2 3 5mg) ^y?no^> (2ml) KigJBU *&T1. 0M^o> 
h'J^n; K-^dd^>S« (7ml) tUa*., MS4> 2 ftflSff L 

1 7 3 m g. JR^ 7 7 %T'*§/c 0 
1 H-NMR (DMSO-dg , -5 00MHz) .6 6. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (dd, J«l. 8, 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d, J=7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 
Wk&Vm (FD-MS, m/z) :26 6 (M + K 2 6 8 (M + + 2) 

mmm 122 

{4-[(6, 7-yyh^->-4-t;'i^) t^y] 7x-;l/} (3, 4 
-y^po7x-^) *5Jy (177) 

T;b3->^Ts HlfeflJ 12 1 3, 4-^no7x-;l/ 4 - t Kn 
4->7x-^ * h > (154m g) i4-^^Wi; t°U 5?> (7 7mg) 
***U> (5ml) *^AnM«tti#Lfco 3B#fitl&4-*no-6, 7- 
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'J/ h + WJ> (1 2 9mg) ZtiQ^ 2 l^man^tSLLtZo &fom&® 
74rh> (2/1) TM^-r-5SM'> , J*>!r^^D-7h/77^-(c«t0miS!U 

mm<D<t&®z 8 1 m g N JR^ 3 1 %vmfz 0 

1 H-NMR (CDC 1 g , 500 MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5Hz. 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) . 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2 H) . 7. 91 (d, J = 
1. 8Hz, 1H). 8. 60 (d, J=4. 9Hz. 1 H) 

m&mm (FD-MS, m/z) : 4 5 3 (M + ) ,4 5 5 (M + + 2) 



§s«ji2 3 mm\) 

4- (4-bKo4-> / Q'/-fib) oy_HJ;t/ 
HJfe0»J2 2T'{#/c4- h ';-n-y^^f->- 1 -> h*vy ^;b7> W 
(1. 282g) i r^SSS© 4 — *>T V ^ > W )V9 u K (4 9 7mg) 
dd*U (5ml) fcjgfl?U HJfiSSOt'T. (h'J7xiWX7-f » /<5 
v?-7A (II) 7D>JK(8mg) £Attx 1 l^Ja*fcSMLfc 0 SJCfi^tt* 

7A^HLfco i^T*JiS*»8fcM (8 5 9mg) £-rh5fcKn77 
> (2ml) IcfclPSHK tK (5ml) t 6 Ntt«*»tt (12ml) fcflnilT 
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1 H-NMR (DMSO-dg , 5 0 0MHz) :56. 91 (d. J = 
9. 2 Hz, 2H) , 7. 6 7 (d, J =8. 5H z, 2 H) , 7. 8 0 (d, 
J=7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2H), 10. 57 
(s. 1H) 

mmfimm (fd-ms, m/z) =223 cm + ) 
mmm 124 

4- {4- [ (6, 7-vy h^->-4-^y **23 "<>VV^} < 
>y^HJ>>U ((17 8) 
7^^>««ff^ H«J1 2 3T»fc4- (4-t Fo+^>-/a) K> 
h U;U (2 3 Omg) i4--^W S V h°'J v> (1 3 8mg) 
U> (5ml) tp^Atimt&tpmftLtZo lWffi.4-9on-Q, b 
(230mg) £JD*. N 2 0 B#EM&JgM t tz c ££zg£#l£f&fn 
gS**3S* h 'J * * o a ^ d a *;U 

Mfc*aa:M,A/iftfcx^;U (5/1) ■eSBB-TSWiv' 'J o 
•7 -K^ftSSiU mm<D{k&teZl 9 9mg, iR3U 7%T*^^ 0 

1 H-NMR (CDCl r 500 MHz) : 5 4. 03 (s, 3H), 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) . 7. 29 (d, 
J=8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d. J=7. 9Hz. 2H), 7. 90 (d, J=8. 6Hz, 2 H) 
. 7. 91 (d, J=8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 
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W&Mfrm (FD-MS, m/z) :410 (M + ) 

mmm 125 (#%#o 

mSSS©- ho^ ^> (1 Om 1) 4\ mttS<D7-V-;l/ (1. 0 8 1 g) 
imflgS©2-y ^^>V-f;U^D 'J n* (l. 5 4 6 g) £ffijRffi©>fyx;l/ 
k*-7A(III) hij7^D^>x^4-h (6 2 0mg) £flD;L. 6 Otic 

T7BSia«#Lfco £JEfi£«J*fSttm 2 0£E«©#tt-e*au ilSoft 
£#f£l. 6 7 9 g. JR$7 4%T'^^ 0 
K«##Hg (FD-MS, m/z) :2 2 6 (M + ) 

mmm 126 (#%w 

H»J125T'^fc4-^ h + ->7xz;b 2-yWx-;I/ ^rh>(l. 
66 Og) ^)dd^A (1 0ml) KjgjBU *#T1. OMtfo > h U 7 
^ K-^dd^>S» (2 9ml) %1m^ £fi#«#Lfc 0 ltofflffi. 
MK1. 0M^'a>h'jyo^ K-^dd^^ (15ml) £Jta/U M 
fi+2lft«»LfcaRjejl^ft*IQ(i^Jl 2 1 i»^St'|ilU ^S©^b 

£#i£i. 5 0 1 g. iR*9 e%z-ntio 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 2. 3 0 (s, 3H), 

6. 87 (d, J = 8. 5Hz, 2H), 7. 22-7. 29 (m. 3H), 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 1. 73 (d, J=8. 5 
Hz, 2H) 

SMftftm (FD-MS. m/z) :2 12 (M + ) 
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m&mi 2 7 

(4- [(6, 7-y> h^->-4-^;'J^) t^y] 7x-^) (2-y 
f^7x-;l) y > (18 0) 

7;Hf>»«rr\ SS»m2 6T»fc4-t Ko*v/7x-;b 2-**;l/7 
x-=Jb 7-h> (1. 3 34 g) i4-^yf^7;yf'Jy> (84 5rag) 
(15ml) ^Atl^H^Lfco 1 3R9&4 od - 6. 7 
-5M h*<>*y U > (1. 4 0 6 g) feflDiU 2 3B#raiW*MHKLfc 0 R«fi 

-J-«tf5HS^ 5fc^*tf>/7-fer> (2/1) T-SHJ-9-53iJI>'»J*y;u 
^Dvh^57^-{ci|?f||l!Lx mm<D4t£®£ 1 . 2 5 8 g. JR*5 0%T? 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 3 7 (s, 3 H) , 
4. 02 (s, 3H) , 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H) , 7. 23 (d, J=8. 6Hz, 2H), 7. 25-7. 3 5 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1H) , 7. 4 5 ( s, 1 H) , 7. 4 6 
(s. 1H), 7. 91 (d. J=8. 5Hz, 2H), 8. 57 (d, J=5. 
5Hz, 1H) 
MS##HI (FD-MS, m/z) :3 9 9 (M + ) 

fU60J 1 2 8 

{3- [ (6, 7-vV h*->-4-*y ;t*->J 7x-M 7x-^> 
*J > (1 8 1) 

4-?on-6, 7-^^ h + ->+;'J> (112mg) imBRS© 3 - k K 



WO 97/17329 



124 



PCT/JP96/03229 



D + y^>77x;> (2 9 7mg) £S£U 1 7 Ot*l 0»Rffi»Lfc^ 

RJcas^^+^/r-fe h> (2/D T»^Sl->'J*yj^D7h 

^7^-lc«fc«3*fg!!U mmGXt&VllZl 2 6mg. iR$6 5%T^ 0 

* H -NMR (CDC1 3 , 90Mz) :<5 4. 0 4 (s, 3H), 4. 05 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 

Jtt#*fll (FD-MS. m/z) :385 (M + ) 

HWU2 9 (#%«0J) 

H»J2 2-e*#*:4- h -n-y^ji^y- 1 -y h+->yf;i/7x;-;i/ 

(1. 2 8 2 g) £ffilRS«D2-7n>Oi,?n>J K (3 9 2mg) Bont4 
A (5ml) £i&fl¥U miSSi©fc:*x ( h 'J 7 x 7 < » a'^H 

(id 7nijF(8mg) *a*u i iNf«ifc c fcfom&vaznmm2 3 

Uio &ET&m%£&&tz&m (6 6 2mg) ^fh7tKn77> (2ml) 
tK ( 5 m 1 ) t 6 N£&7k« (12ml) £1iaz_T 3 ftH&DftS 

•Mite* K&m&toznnmi 2 3 tmmo^m-nf&mt. &m>ft&fa&2 1 

8mg, iRi£3 9%T'^fc 0 

* H -NMR (DMSO-dg, 5 0 0MHz) : <5 6. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2H), 

7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
. 8. 06 (d, J-l. 2Hz, 1H), 10. 39 (s, 1 H) 
®«##Hll (FD-MS, m/z) :188 (M + ) 
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mmm 30 

2-7a-OU- {4- [ (6, 7- ! J* h*->-4-*y 'J Jl) *±jS] 7*. 
-M *9 J > (18 2) 

Th> (2 0 5mg) t 4 - >V f-^T 5 J b°U (1 4 6mg) 
> (5ml) *^A*iSS*»#Lfco ll$HHfc4-?oo-6. 7-5» 

U > (2 4 4mg) £flo;U 2 0 NrIfflJP«ai«E L fc 0 KJ&B&4fe£ttft& 

^DP^;i,A/sixf;i (.5/1) x-mmtzmmi/v h r 

5 7 J -lw«fct>ttS!U Ii©{k^l9 2mg, JR$4 7%T'^ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) :<5 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) . 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
. 7. 32 (d, J=3. 7Hz. 1 H) , 7. 47 (s, 1 H) , 7. 48 
(s, 1H), 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 

nmftttm (fd-ms, m / Z ) 375 (m + ) 

rt?B5S,0^ha^^> (5ml) tp s rfflRSOT-V-^ (5 4 1mg) <hrfJ 
I D D B <D3-yf;K>W;^DV K (7 7 3mg) i mSSSOx* >i?v A 
(III) h 'j7^tDy^^W- h (4 9mg) ^jDD^x 6 0 c ClCTlBfcfl| 
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5 m g. JR^5 6%xmtz 0 
HMfttirUti (FD-MS, m/z) :22 6 (M + ) 

mmmi 32 (#%#d 

(6 0 3mg)^-/^DD^> (3ml) lz®mi. tK#T1. 0M*'o> h 
F-^nD^>^ (11ml) S-ftPU M&4>if#L*:o 2 2B£ 

m^mm^^mmmi 2 1 £i^£©#&-e&Jiu m©{l&#j£3 1 6 m 

1 H-NMR (DMSO-dg , 5 0 0MHz) :62. 3 8 (s, 3 H) , 

6. 89 (d, J=8. 6Hz, 2H). 7. 3 7-7. 4 7 (m. 4 H) , 

7. 65 (d, J=8. 6Hz, 2H), 10. 42 (s, 1 H) 

(FD-MS, m/z) :212 (M + ) 

fUfe^J 13 3 

(4- [ (6, 7->7h^y-4-^'Ji) t4->] 7x-;b) (3-y 
f-;l/7x-;b) y > (1 8 3) 

7;l/rf>^T. HM^Jl 3 2-e'f#£4-fc Kd + ->7x^I/ 3-^^;U7 
x.z.;U y h> (3 0 7mg) £4-v^^;U7 ^ / b°'; (1 9 4mg) £ 
*->l/> (5ml) ^^Atilfi^Lfco lKfP^4-^aa-6. 7-v 
^ II > (3 2 4m g) £fln;U 2 3 BtP&fjn&fiafe L fc 0 



WO 97/17329 



12 7 



PCT/JP9d/03229 



mmm 1 2 2 1 mmoismr-im u &m®<t&mz 2 6 2 m g . 4 5 %-c- 

X H-NMR (CDC1 3> 500 MHz) : 6 2. 4 4 (s, 3H), 
4. 03 (s, 3H), 4. 06 (s, 3H). 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d. J=8. 6Hz, 2H) , 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J=7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 
7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1H), 7. 64 (s, 
1H), 7. 93 (d, J = 8. 6Hz, 2H). 8. 57 (d, J = 5. 5H 
z. 1H) 

mm&mm (FD-MS, m/z) :3 9 9 (M + ) 

n«sm 3 4 

^*fe0>J 2 2 T'^fc 4 - h U-n-yf-;U^>- 1 -y h + yyf;l/7x7-;b 
(1. 2 8 2 g) ffimS 3 a <D4--hnK>>/Jjl?ni) K (5 5 7m g) 
dd^^A (5ml) icjfflBU rfrlRS© fx (MJ7x-;b*X74 » /n°5 
(II) ? u >J K (8m g) £A*U 2 3I^HianJfe«»ELfco £f£tfB£«J£ 

^AT-^L/Co «ET»HS±*»^:8I« (1. 047 g) ^fh7hKP7 
7> (4ml) tK (5ml) £6N£3&7k&& (1 5ml) £fln;L 

xim^mmMUzc R$m&®*nmmi 2 3 £e«©#j*-ca&3u 

3 9 8mg^iR$5 5 %T-m^o 
1 H-NMR (DMSO-dg , 500 MHz) :<5 6. 92 (d, J = 
8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H). 7. 89 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2 H) , 10. 62 
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(S, 1H) 

M&«fffi(FD-MS. m/z) :24 3 (M + ) 
HtfeWl 3 5 

{4- [(6, h*->-4 'J ;l) 7x-;b} (4-- 

hn7x^) / 5 J > (18 4) 

7^3*>m»ET> 3 4 4 - t KD+>7x~;b 4-^Fo7 

x-A >rh> (3 7 Omg) £4-vV^;U7 ; 7 t°'J •/> (2 0 4mg) £ 
*fl/> (5ml) ^AnSIfflffLfco 1W4-^dd-6, 7-5? 
7 h + U > (3 4 Omg) £Jd;U 2 3^Pam*WlMLfco RiBft^ft* 

njfe^j 1 3 o tmmvyj&x-mm u mm<Mt&®>* 2 3 8m gx n$3 6%-e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 03 (s, 3H), 

4. 07 (s, 3H), 6. 69 (d, J=4. 9Hz, 1 H) , 7. 29 (d, 

J=8. 5Hz, 2H) , 7. 44 (s, 1 H) , 7. 47 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

BM&Vm (FD-MS, m/z) :4 3 0 (M + ) 

$mmi 3 6 (&nw> 

4-fc Ko^-/7x-;U 3, 4-^fU>-^->7x-;l/ frh> 
H»J2 2T|#^4- F y -n-zrm+y- l-/ ^ + •>yf;^7x;-;^ 
(1. 28 2 g) <tmflSi£©t'^a^a-Ol^a U K (6 6 4mg) £?ao* 
(5ml) Ki*#U mBS°n©t'x (HJ7x-^*X7>f » 



WO 97/17329 



1 2 9 



PCT/JP96/03229 



an k (8mg) zAti, lmammmitzo fcfcm&®i£nmm2z 

Lfc 0 MffTTg&Si&^Stg (1. 0 3 0 g) £x h 5 1 Kd 77 > 
(2ml) Kjgj^-tK tK (5ml) <!: 6 Ni£&7kig& (12ml) £an*.T 

io.5 ^r B m^iiffi t tz 0 fcfom&mnmm 1 2 3 1 mmo^mr-f/mi^ 

%m<Dlt&®$:2 1 2m g. JR$2 9%T1§^ 0 

^ H-NMR (DMSO-dg , 500MHz) : 5 6. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2H) , 7. 04 (d, J=7. 9Hz, 1 H) 
, 7. 21 (d, J = l. 2Hz, 1H). 7. 24 (dd. J=l. 8, 7. 
9Hz, 1H), 7. 62 (d, J = 9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

(FD-MS, m/z) :24 2 (M + ) 

HSfeWl 3 7 

(4- [(6, 7-^> h^->-4-^; 'J;b) ^-^y] 7x^;l/} (3, 4 
-^i/>-^->7x^) / 5 J y (18 5) 

7Ao'>^TF> "m&Ml 3 6tr^/c4- t Fd+->7i^ 3, 4-^f- 
I/^'^^j^ >!rh> (202mg) i4-y>f^7; /* h"«J > 
(112mg) £*->U> (2ml) 4^AftM-®4i«# L£ 0 lBW#4-y- 
no-6, 7-yyh+->+;'J>(18 7rag) £jD;i. 2 0l$PM&g&fLl 

/c 0 K&m&y>zmmmi 2 4 i^o^&TMiiu ^s©^^i 3 5 m 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3H), 
4. 06 (s, 3H), 6. 09 (s, 2 H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J=8. 5H 
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2, 2H) , 7. 3 8 (d, J =1. 8 Hz, 1 H) , 7. 4 1 (dd. J = 
1. 8, 7. 9Hz, 1H). 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d. J=4. 9Hz, 1 H) 
li^ffi (FD-MS, m/z) :4 2 9 (M + ) 

rffJRS©- h a * > (10ml) 4\ mB5D n a ©T-V-;b (1. 0 8 1 g) 
iffrflSS© 3 - (h'J7Woy^)'<>^;^D>JF , (2. 08 6 g) <!: 
rfifRSO'T 7f^h'7A (III) h 'J7^ny ^>x;b**- h (62 0mg) 

&toz.. 6 oti:tiwLfc„ Kjm&ta&nmmi 2 0 i»7jSt-M 

IU ^SO<b^*7 1 9mg. JRsfS2 6 96T?*ifco 

1 H-NMR (CDC1 3> 500 MHz) : <5 3. 91 (s, 3H), 

6. 99 (d. J = 9. 2Hz, 2 H) . 7. 6 0-7. 6 4 (m, 1 H) , 

7. 80-7. 83 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 9 3-7. 94 (m. 1 H) , 8. 01 (s, 1 H) 

mmftvtm (fd-ms, m/z) :2 8 0 (m + ) 
mmmi 39 m^m> 

HJfeflJl 3 8-C?#fc3-hU7;U^Dy^jl/7i-;U 4-y h*->7x-Jb 
(65 7mg) £N, N-y7W^A7; K (35ml) KfcJBU 

^* h y -7A^y h^> k (4 1 lm i ) ^jdx.. r^yfmrinmsmA 
ffi.Ltz 0 msm&tazfgmz 3 tmrn^mx-mmu %mv>\ts®% 454 

m g> JR^7 3%-C-mfco 
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H — NMR (CDClg, 5 0 0MHz) : 6 5. 8 5 (s, 1H) , 
6. 94 (d, J=9. 2Hz. 2 H) , 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d. J=9. 2Hz, 2 H) , 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s. 1 H) 

mmm 1 4 0 

(3- h l ) y)l*n>t f^7x-;l^) {4- [(6, 7-v?y h*->-4-4- 
y »J;b) **y/J 7x^} > (18 6) 

y;l/3*>^MT. mmmi 39X^^3- h'j7^o^f/l,7x-;b 4- 
t Ko*->7x.=jU (4 32mg) i4-^on-6, 7-^/^-> 

+ y »J> (3 6 3mg) ^yxfi/>/iJ 3-;by>f /bx-f/b (1 0ml) 
16 0W1 l^»MMLfco K£fi^£iaft£ifek*:>- h 

Jl> (5/1) T?SH-r-B?iJii/y*y^p^h^7 7-f-lcJ:»3tta!!L^ H 
<04t&&}$: 2 04m g> ft¥ 2 8 %T*ifco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<!>4. 03 (s, 3 H) , 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J =9. 2Hz, 2H). 7. 47 (s, 2H), 7. 6 6 (t, J=7. 9H 
z, 1H), 7. 87 (d, J = 7. 9Hz, 1 H) . 7. 92 (d, J=9. 
2Hz, 2H). 8. 00 (d, J = 7. 9 H z . 1 H) . 8. 08 (s, 1 H) 
, 8. 60 (d. J=4. 9Hz, 1 H) 

H*&flfH (FD-MS, m/z) :4 5 3 (M + ) 
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HWJ14 1 (#%PJ) 

mSSSO-hD^^> (5ml) 4\ 7tTHS,£,©7-V-;b (0. 5ml) tfii 
8£S0v/?n^*lf >£;U#ji;U?d 'J K (0. 6 3ml) irfrflR.SO'f ? r;l> 
h'^AQII) h'j7Woy^>xM4-h (2 8 8mg) £fln;i> 6 OTlc 

^□7h?*77>f -(c«k*)*fS!!U mm(D<t&®£5 1 7mg, lRl£5 1 %T*§ 

1 H-NMR (CDClg. 500MHz) : 51. 21~1. 88 (m. 
1 OH) . 3. 19-3. 2 5 (m, 1 H) , 3. 8 7 (s, 3H) , 6. 9 3 
(d. J=9. 2Hz, 2H), 7. 94 (d. J=9. 2Hz, 2H) 
nmtoftm (FAB-MS, m/z) : 2 19 (M + +l) 

H»J14 2 

HJfijflll 4 1 "e^fc4 -i/^o^+v/;U*;l/**-;l/- 1 - / h*i/K>-t?> 
(5 1 7mg) £N. N->Vf;l/*M7; K (2 0ml) lcj&fl?U 
■7A?-*y h**>K(538mg) fciniU 7;U^>§liftTlNrlfflJn«aiaLfco 

mm&i- V U fAfetfc^ «JET»»«iLT?f fcM*^*1f>/7 
■b H >T-Sia-r S > 'J # 9 o -7 h r -5 7 - ic «t *) HIS! U 
4 8 7mg, JR^9 3%T^fc 0 
1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 1. 23-1. 8 8 (m, 
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10H), 3. 19-3. 25 On, 1 H) , 6. 06 (b r s, 1 H) . 
6. 89 (d, J = 8. 6Hz, 2 H) , 7. 90 (d. J=8. 6Hz, 1 H) 
KftfttfHI (FD-MS, m/z) :204 (M + ) 

mmm 1 4 3 

4 a^i/jlfjjlt'— Jl- 1 - [(6, 7- h^v-4-*y U;l) 
^>-tf> (18 7) 

7^3* >%MT, mtkMl 4 2T'ifc4 - a^+y^^- 1 - t 
Ko + v^>-tf> (27 3mg) i4-^DD-6, 7 - : J t h^r i/*c J 'J > 
(lOOmg) ^yxfl/>/ij3-^-;y^x-f^ (0. 2ml) Kjgfc? 
1 6 0t4>3 O^ffl^L^o KJSSi^^fSfQ^gfck^ h U *A7k& 

7 4 -KckimsaU SM©rt:£^£5 8mg N JR$3 3%Ti#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 2 1-1. 9 3 (m, 
10H), 3. 2 4-3. 2 9 (m, 1 H) , 4. 03 (s, 3H), 4. 06 

(s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) . 7. 24 (d, J = 
8. 5Hz, 2H) . 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 

(d, J=8. 5Hz, 2H), 8. 55 (d, J=5. 5Hz, 1 H) 

li^tfffi (FD-MS, m/z) :3 9 2 (M + +l) 

l£»J14 4 (#%fl|) 
2-h'j7ji/tnyfJb7x-;l/ 4-n^^7x-;l^ 
mass©- hvtfy (10ml) cK rf?ISa©7-v-;U (1. 0 8 1 g) 
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t rfJIRS® 2 - (h'J7;btDyf;l/)^>7^;^D'JK(2. 0 8 6 g) <!: 
WffcahOJ ?-r;Hr ^A(III) h 'j7^to>/ ?>XJl**- h (6 2 0mg) 
^Sn^.. 6 0 tKT 6 B^jf # L /Co * a a tWl^A^i^ 

$U M©<fc&#l£l. 4 0 2 g> iR^5 0%-rli^o 

1 H-NMR (CDC1 3 , 500 MHz) : 5 3. 88 (s, 3H), 

6. 93 (d, J=9. 2Hz, 2H), 7. 3 7-7. 3 9 (m, 1 H) , 7. 

60-7. 63 (m. 2 H) , 7. 75 (d, J = 9. 2Hz, 2 H) , 7. 7 

3-7. 7 8 (m, 1H) 
Sffi##rfi& (FD-MS, m/z) :2 8 0 (M + ) 

2-h'J7^pyf^7x-^ 4-bF'p^->7x-;i/ h > 

^h>(l. 4 0 2 g)£N, N-y^ W^A7; K (15ml) l«U 
^h'J-^A^M-y h + i/K (8 7 7mg) ZUQ^ 7^3'>^T4»iS 
aitl/Co K{t^^H»J3 3<h|5|^O^T'MSL. mmolte,®}* 
1. 050 gs W7 9%Tl#7to 
1 H-NMR (CDClj, 500 MHz) : 6 5. 88 (s, 1H) , 

6. 87 (d, J=8. 5Hz, 2H). 7. 3 7-7. 3 8 (m, 1H) , 

7. 58-7. 6 3 (m, 2H), 7. 71 (d, J=9. 2Hz, 2H), 7. 
7 6-7. 7 8 (m, 1 H) 

%&ftmm (FD-MS, m/z) : 266 (M + ) 
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(2-h'j7;l/tnyf;b7x-^) {4- [(6, 7--^^ 
J U;tQ ±±i4 7x-;H / 5 J y (3 5) 

TM>9&FF> HJfe^Jl 4 5T^2- h ';7;^oy^;l,7x-;b 4- 
tKn*->7xiA yh> (9 5 9mg) t 4 - i>V f-;l/T 5 J h'U v>" > (4 
8 4mg) £*v/l/> (7ml) *^AnSffl4>!I^ L ti 0 lBW&4-*nn 
-6, 7--^ h + ->+;'J> (8 0 5mg) lWMLfco RJb 

m&ysznmm 1 3 0 iisHio^&T'&g u 8 9 9 m g , jr^ 

5 5 %T*'&tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 01 (s, 3H), 
4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) . 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 4 4 (m, 1 
H) , 7. 45 (s, 1H), 7. 62-7. 68 (m, 2 H) , 7. 8 0- 
7. 81 (m, 1H), 7. 87 (d, J=8. 6Hz, 2H). 8. 58 (d. 
J=5. 5Hz, 1H) 

M£fftt(FD-MS, m/z) :4 5 3 (M + ) 

HWJ14 7 (#%fl|) 
4 -n-7^;U7x-;U 4-> h4-->7x-;[/ »F> 
Tf5JRS©-ho;**> (1 0m 1) rfflRSOT-y-^ (1. 0 8 1 g) 
£mHK£®4- (n-7^;l>) OW^uU K (1. 9 6 7 g) imiRS® 
<< vf-bWMlll) h'J7Mo>^>xM4-h (62 0mg) £flD;U 

6 0lC(CT6^a^LA:o K£M£#j£fSMU 2 0 iPJ^^T'^SL. 
£S©ft&$l£8 6 3mg> JR^3 2%T*'®tz 0 

* H-NMR (CDC L , 5 00MHz) :60. 95 (t, J = 7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H). 1. 64 (q 
uint, J = 7. 3Hz, 2H), 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H). 6. 96 (d, J=9. 2Hz. 2H), 7. 27 (d, 
J = 8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz. 2 H) , 7. 82 
(d. J=9. 2Hz, 2H) 
«$HFrffi (FD-MS, m/z) :2 6 8 (M + ) 

HJfeflll 4 7Tl#fc4-n--T^;b7i-;I/ 4-^h + y7x_;b >r h > 
(8 6 3m g) £N, N-->7f^M7; K (5 Om 1) iZfemU ± h U 
■7A^*y h**>K (5 6 3mg) SriD*-. 7;U3*>mi5ftT 7 B^JjD&SflE L £o 

3 3 tmmvii&rmm u mm® its®* 1 8 1 m g . jr 

1 H-NMR (CDClg, 5 00MHz) : <5 0. 9 5 (t, J=7. 3H 
z, 3H) , 1. 38 (tq, J=7. 3. 7. 3Hz. 2H), 1. 64 
(septet, J=7. 3Hz. 2H), 2. 69 (t, J=7. 9Hz, 
2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5. 2H), 7. 28 
(d. J = 7. 9Hz, 2H) . 7. 69 (d, J=8. 6Hz, 2 H) , 
7. 7 7 (d, J =8. 5H z, 2H) 
®a##HI (FD-MS, m/z) :2 5 4 (M + ) 
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mmm 149 

(4-n-yfJl/7x-;b) {4- [(6, 7-yyh4->-4-^;'J;l/) 

7x-i) it jy (4 0) 

T;bn*>MMTx f£Ml 4 8 t?^4-n-y^;l/7 *x;b 4-kKn+ 
•>7 1 -;b (7 2 7mg) i4-^DD-6, 7-vVh*->*/U> 

(6 3 9mg) ^yifU>^'j3-;bi>7f;l/i-f;l (10ml) Id&jgS 
1 8 Ottl OMJD^il^tAic RiBS^!*tafD^it^ h 'J ^ATk&ffc 
£ ? n o*;l,At'M^ * n d v >7 A^iLfco 

Omg. iR^3 2%T^^o 

1 H-NMR (CDC.lj, 5 0 0MHz) : <5 0. 95 (t, J =7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2 H) , 1. 62 
~1. 68 (m, 2H), 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 

(s, 3H) , 4. 07 (s, 3H), 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J = 8. 5Hz. 2 H) , 7. 31 (d, J=7. 9Hz, 2 H) 
. 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J=7. 9H 
z, 2H), 7. 92 (d, J=8. 5Hz, 2H) , 8. 58 (d, J = 
5. 5Hz, 1H) 

SCS##rM (FD-MS. m/z) :44 0 (M + -1) 
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&mm 1 5 o imm\) 

«0-hD^> (5ml) ^ mmaa<DT-V-Jl (5 4 lmg) £rfj 
i D Q n 0 3-7;WD'<> , /'f;^Dij K (7 9 3mg) irfJISaox* > S JQ A 
(HI) h'J7;btD^>x;^^-h (49mg) Zm*., 60t:KT3BPia 

®§ai-^>u^y;u^pv h^7^ -iz&vmmu mmoit&fozs 8 5m 

g. i»5 l^-eifco 

M*##HI (FAB-MS, m/z) :23 1 (M + +l) 
HJfe^i 1 5 1 (#%ffl) 

4-bF'o^->7x-;V 3-7Jl/tD7x-^ 7~h> 

(5 8 Omg) ^-;?dd^> (5ml) KigJSU *#T1. 0M*'o> h 
'JT-d 5 h'-^D D ^>^ (2 3ml) Z1m^ Mfi*3BfcJt#L?c 0 £ 
JSzS£#i£ll«Jl 2 1 i^W&TMgU mm<D4t&®Z4 0 2mg. JR 

1 H-NMR (DMSO-dg . 5 0 0MHz) .6 6. 9 1 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m, 3H), 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) . 10. 51 (b r s, 
1H) 

W&ftVrW. (FAB-MS, m/z) :217 (M + +l) 
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(4- [(6, 7-^ht->-4-^'J^)^y] 7x-;b) (3-7 
Ma7x-;i/) t9Jy (17 6) 

T)^y%MT, mmmi 5 lTi#*:4-fc Kd+^x-A 3-7;U*u 
7i^b >rh> (373mg) i4-y/ f'Jy> (2 3 2mg) 
£*->b> (5ml) «^AtlIS*lH$Lfco 3«4-?oq-6, 7- 

^ h*>*y (3 8 6m g ) 2 lmmmmmmitzo fcfom&® 
&<omm&, ^iztuvxjiL./wtmx-i-Ji (5/n T*gH«SBs/y*y 

^o^h^^-JcfcOHSIU SiOft^4 8 4mg, W7 0%T' 

1 H-NMR (CDC l g , 500 MHz) : 5 4. 04 (s, 3H), 

4. 07 (s, 3H), 6. 67 (d, J=4. 9Hz, 1 H) . 7. 28 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 

1H), 7. 47 (s. 1H), 7. 48-7. 53 (m, 2 H) , 7. 59- 

7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2 H) , 8. 59 (d, 
J=5. 5Hz, 1H) 
W*&ltm (FD-MS, m/z) :4 0 3 (M + ) 

flWJ 15 3 

n — {4- [ (6, 7-*jm L±2z±z±tZi£^ ±±2] Z^E^kl 

-N / - (2-^ h*>7x-;t/) (1 1 3) 

6, (4-7^7x;*-» (lOOmg) 
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(10ml) lzMN6MLi&U 2-n*->7xiMVS/7f- 
h (0. 3 6ml) £Jd;U 4 0£IHHlDj»»*Lfco Sljg^^n 
u*hJ*/*9 J-fo (10 0/1) . ^^T'?DDt^A/7th> (5/1) 
T-mmt S l ) ii Y)ViJ v J* * d -7 h 7 y 7 4 - ic«fc <o HOi U Sjgof 
1 1 2mg. JR$7 5%T-^ 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) :c53. 90 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J=7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z. 1H) , 7. 2 3 (d, J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 
7. 55 (d, J=9. 2Hz, 2H), 7. 57 (s, 1 H) . 8. 15 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) . 8. 55 (s, 1 H) . 
9. 4 4 (s, 1 H) 

(FD-MS, m/z) :4 4 6 (M + ) 



mmm 1 5 4 

n- {4- [ (6, 7-s?y h*s/- 4 'J-aq 7^-^} 

— N' - (3-^ h^i/7^-;U) 9 1x7 (1 1 4) 

6. 7-->7h + y-4- (4-7;;7x;+-» > (1 0 Omg) 

£h;l/i> (10ml) ^jDM»»Lfc^ 3-^ h + y7xz;MV->7f- 

h (o. 3 6mi) ^jd*., 4 o^rajoswasELfco d 

(l o o/i) > ^ut^DD^WTt h> (5/1) 

T'Mffit Z is U # 5 A ^ n v h ^'7 7 ^ - C cb 0 fgSJi L. mm<D<t£%}$: 
3 lmg, 1R$2 1%«« 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 74 (s, 3H), 
3. 98 (s, 3H). 3. 99 (s, 3H), 6. 56 (d, J=7. 9Hz, 
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1H), 6. 96 (d, J=7. 9Hz, 1 H) . 7. 15-7. 25 (m, 
4H) , 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m, 3 H) , 8. 5 5 
(s. 1H), 8. 76 (s. 1H), 8. 81 (s, 1 H) 
m&fttftm (FD-MS, m/z) :4 4 6 (M + ) 

1 5 5 

N- {4- [ (6, Tjz2£ h*»>-4— **y'J.=JU) 7x-ib} 
-N / - (4-^ h^->7x-^) (9 9) 

6, h + ->-4- (4-7;;7x; + -» **V»J > (8 lmg) 

£f^i> (5ml) IzmmmMltzik, 4-t ^ + ->7x-M7'>7t-^ 
(0. 2 9ml)^to % 4 0&mm&mmitz o VrlhLtz®#£mRlU bJl 
i>T»LSSO<b^^6 Omg. JR$4 9%T*mtz 0 

1 H-NMR (CDClg, 500 MHz) : <5 3. 79 (s, 3H). 
4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 (s, 1 H) , 
6. 6 4 (s, 1H) , .6. 9 1 (d, J =9. 2 Hz, 2 H) , 7. 2 0 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 
(s, 1H), 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 60 (s. 1H) 
Matftt (FAB-MS. m/z) :447 (M + +l) 

mmm 1 5 6 

N — {4- [ (6, 7-S?y h*->- 4 U_;U) 7^-^} 
— N' - (2-7^Q7x-;b) -71/7 (116) 

6, 7-v>V b*is-4- (4-7;;7xy + -» > (1 0 Omg) 

^h^x> (10ml) IwMft&jSL/^ 2-7;l/to7xz;K7i/7t- 
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h (0. 3 0ml) Ztn^ 40ftffimmMMltZo $TttiLt:®#&timU h 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 98 (s, 3H), 
3. 99 (s, 3H) , 7. 00-7. 04 (m, 1H), 7. 13-7. 17 

(m, 1H) . 7. 2 3-7. 2 7 (m. 3 H) , 7. 39 (s, 1 H) . 
7. 5 4-7. 5 7 (m. 3H), 8. 10-8. 2 0 (m. 1 H) , 8. 5 5 

(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

mtiVim (FD-MS, m/z) :4 34 (M + ) 

HWJ15 7 

N- {4- [ (6, l-V* ht->-4-^'/'J^) 7x-;b} 
-N' -n-^WU7 (2 2 0) 

6, 7- y> h*->-4- (4-7; y 7xy + y) *^-»/U > (1 0 Omg) 
*Y)\,3.y (10ml) lcjD«l*«PL^ n-T'^M' V>7t- h 
(0. 29ml) Srfln*. 4 0^lfflJD«aBKLA:o »««:S**^ 82££?no 
*;UA/7-feh> (5/1) T-Jg^-S^'J^^VU^^A^ov h?*57-r -\Z 
*!}ttl8U mmott&toZl 5mg. JR$5 6%T^o 

1 H-NMR (DMSO-dg , 500 MHz) :<50. 90 (t, J = 

7. 3Hz, 3H), 1. 2 8-1. 4 6 (m, 4H), 3. 09 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3H), 3. 99 (s, 3 H) , 6. 23 

(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) , 7. 37 (s, 1 
H) , 7. 47 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 

8. 5 3 (s, 1H) , 8. 5 8 (b r s, 1 H) 
KS#tJHI (FD-MS, m/z) : 3 9 6 (M + ) 
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m&m 15 8 

N- {4- [ (6, 7-y> h*->-4-*y >) Jl) *±jA ? ^-M - 
(4 - t e r t -7f;l/7x-;b) a;M?*1K K (2 1 3) 

6. 7 -'J/ h + >-4- (4-7;;7 i y + -» +7 U > (5 4m g) £ 
»®4-tert-yf;I^,lfI (10 2mg) £N, N - v>V 
A7; K (3ml) izmmifc'&, 1 -xf^- 3 - (3' --^^7;^ 
□ h°^) fijltfitsa h*im& (1 0 6mg) £flD;i> M£KT6l$R8fl!#Lfc 

HWJ5 1 £^©&ttK<fcoT*i!t!!U SM^2 9m g> iR$ 
3 5%Tl#fc 0 

1 H-NMR (CDC K , 90MHz) .61. 36 (s, 9 H) . 
4. 05 (s, 3H). 4. 08 (s, 3 H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d. J=5. 3Hz, 1 H) 

nmftVrm (FD-MS, m/z) :4 56 (M + ) 

mmm 159 

N- {4- [ (6> 7-vM h*->-4-*V UAQ **>0 Z^ikl ~N 
-/*Jl- {A-t-y=f-)Vy^-)l) K (15 6) 

fUfe0>Jl 5 8 T'f§£*lrt:N- {4- [(6, 7-5>y h*->-4-*yyA0 
7x;jH - (4-t-W7i-;l/) a;M?**S K (lOOmg) 
*N, N-^f;l/^l/A7? K (3ml) K&ft¥L*:&. Tk^fc^h'JC/A 
(lOmg) *fln;U Oti:tlfifF»Lfc^ 3 Wl/** (3 1mg) £ 

&®£4 8m g. H$4 6%T-^ 0 

1 H-NMR (CDClg, 90MHz) : 6 1. 28 (s, 9 H) , 
3. 54 (s, 3H), 4. 04 (s, 3H), 4. 05 (s, 3H), 
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6. 32 (d. J=5. 3Hz, 1 H) , 7. 0-7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 50 (s. 1 H) . 8. 47 (d, J=5. 3Hz, 
1H) 

II^jffKFD-MS, m/z) :4 7 0 (M + ) 

mmm 1 6 o 

N - (4- t -7^;U7x~;tQ - {4- [ (6, 7->> h*->-4-*y 
'J;tQ 7x^} K (15 5) 

4- (6, 7-vM h + S/-4-*y»J^) (5 4mg) irfJ 

HSS©4- t e r t -T^l/T-U > (1 0 2m g) £N, N- i? / ?-)\,*)l2* 
T i K (3ml) ic^L^s 1 -x*;U- 3 - (3' -v>7W;;^ 
t°;U) a;l/>KiM$ KtSKtg (1 0 6mg) £SD;U ^tcT6^K»}$L^ N 
H*teW5 1iH«©»ftlw«koTffiffi!U «i®M*2 9mg, CT3 5% 

2 H-NMR (CDC1 3> 90MHz) :61. 34 (s, 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

W&ftmm (FD-MS, m/z) :456 (M + ) 

2- (6, h*->-4-*y W -2- (4-yq^r7x-;U) 7 

rfiIR0 4-yo^7i-^T-b h— MJ-fc (4. 3 g) £ h-»loi> (10ml) 

iwjggpu (racfiflteTtffcfc* TkffHb^htf^ (l. Og) s-Jra^sot; 
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(2. 2g) tumi 5&ritist&'&. tt&mn^jis-emtiiLtzo &*5&gt 

•)- b V U*~C'$m&. ®m&g£:L ^^+t>/ftiif^ (2/1) T 

8 5 Omg x JR$2 2%T'*§fc 0 
1 H-NMR (CDC 1 3 , 90MHz) : 6 3. 6 6 (s, 3 H) , 

3. 8 0 (s, 3H) . 5. 4 0 (s, 1H), 6. 7 4 (s, 1 H) , 6. 9 
~7. 4 (m. 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

IiM(FD-MS, m/z) :38 2 (M + ), 3 8 4 (M + +2) 

mmm 1 6 2 (#%e>j) 

mmmi 6iT-mt>titz2- (6, 7-->v h*>--4-*/ -2- 

(4-yDt7xzi) T-trh^h'J^ (8 5 0mg) £ 6 0 (5 
ml) 1^*0^1^ 7KiT>^-77k©Ao^HJwai^fo £ 

*U gat£?no*;UA/V (10 0/1) ^858^5 > l> 

^A^nvh^^-K^ifiigiU SJg©fl;£#j£2 6 Omg. JR$S3 3% 

*H-NMR (CDC 1 g , 9 OMHz) : 6 3. 90 (s, 3H) , 

4. 0 2 (s, 3H) . 4. 3 1 (s, 2H) . 6. 9-7. 5 (m, 7H) , 
8. 63 (d, J =4. 4Hz, 1H) 

®fi##H! (FD-MS. m/z) :3 5 7 (M + ) , 35 9 (M + + 2) 



WO 97/17329 



14 6 



PCT/JP96/03229 



H&0I16 3 (&nW) 

6. 7-*J/ h*->-4- (4- h 'J-n-^f^^-7x-^fj|/) 
*y 'J > 

7JLo*>gfflMTs H»J1 6 2Ti|£>tlA:6. 7-i>Vh + v/-4- (4- 
7D*7x.r-;M^;l/) *y D > (2 5 Omg) ^ft«7t Kd77> (4ml) 
fcjgjgL-7 8X:*T-#*|JL*:&> 2. 5M0n-^;l/'Jf7A^t>M 
(0. 3ml) ^iTLi™#Lfc„ fh5t Kd77> (1ml) 

(cjgJB L fc*gft M - n - ff-frxXZWR U -7 8VV2 l$R0it$ Lfz 0 tK 
£ftl;U MS*x*;UT?»ttiU h U -7 &ig£S£U & 

m^^y/nm.^f-Ji (3/i) T-s^-r-sv'U^y^^A^u^ 

7 4 -lc«kt}3fSSJ!U »lb^8 5mg, 1R$2 2%T^ 0 

1 H-NMR (CDClg, 90MHz) : 6 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s. 3H). 4. 02 (s, 3 H) , 4. 34 (s, 2 H) , 7. 0 
~7. 5 (m. 7H) , 8. 63 (d, J=4. 6Hz, 1 H) 

mmm 1 6 4 

{4- [ (6, 7-v?y ht->-4-»;u^) 7x^i (4-t 

^-;U) J?jy (16 2) 
HSfe#]l 6 2Ti#£>*l*:6, 7-^h + ->-4 - (4-MJ-n-7^;l>X 
^-*7x-;Mf;b) *y "J > (8 2mg) „ Tf5l£©4 - t --TWO*/* 
)19 a 'J K (3 1mg) fc.ktfjftJ&S©^* (hij7x-WX70) a«7 >> 
7A (II) KBoo*U (3ml) KflgflPU JD*WS^^ 1 

^+*>/i»xfA (2/i) Ttmm-znmt*'* vr?? < -\z&K>n 
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5Si U %m<Dit&®£ 6mg,)R$10 %T**#fc 0 

1 H-NMR (CDC1 3 , 90 MHz) : 6 1. 36 (s, 9H). 
3. 91 (s, 3H), 4. 03 (s, 3H) , 4. 45 (s, 2 H) , 7. 0 
-7. 9 (m, 11H), 8. 66 (d. J=4. 4Hz, 1 H) 
I1^I(FAB-MS, m/z) :4 4 0 (M + +l) 

HJ60I16 5 

N- (4-7^D7x-;b) -N' - {4- [ (6, h*v-4- 
*yj;t/) y^-M f-*fruy (2 0 3) 

6. 7-i^y h+>-4- (4-7U7x;*'» *;»J> (lOOmg) 
£h;Ux> (10ml) KinfSftigJ!? L fc^ 4-7Md7x-;W^ 7«>7 
(5 2mg) £JD*.> 2 4NfP B m^S^L/Co ?$&£@£U SI^^d 

u*)u*/t ? j -)\, (loo/i) Tg§rr sv/'j^y^rt^A^D^ 

7-r -\z±*)1$mi, mm<D<t&®&3 2mg, JR^2 1%T-^o 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 3 (s, 3 H) . 
3. 95 (s, 3H), 6. 50 (d, J = 4. 9Hz, 1 H) , 7. 15- 
7. 25 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz. 2H), 8. 50 (d, J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 
MMfttfrM (FAB— MS, m/z) :4 5 0 (M + +l) 

16 6 

1 - (4-7^tD7x-;l/) -2->7J -3- (4- [ (6, 7-vM h 

*i/-4-*y w 7x-i) (2 0 4) 

HSfeflU 6 5T-*§b*l*:N- (4-7^D7x-;b) — N' - {4- [ (6, 
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7-yn*y-4-+/"J;W 7i-A) f-**U7 (3 3mgK 

'Ji/po^+i/JIsljWM = K (3 1mg) > flilio^'f yyotAxf* 
75 >£ig<i:/*t/> (1 Om 1) fc*»Lfc 0 ::cthf (lm 1) K&A? 
Lfc*>7*-5 K (1 6mg) *jD^SfflT--Wl«» L fe 0 &&£S£U 
^dd^a/^;-;!/ (l 00/1) T-Jg§^f S v"J /7y;U27 5A?ov h 
^7:M-lcJ:t>**«U £Ji©fl:£#j£3 4mg, C$9 9Xm, 
1 H-NMR (CDClg, 90MHz) :64. 0 3 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz. 1 H) . 6. 8~ 

7. 6 (m. 10H), 8. 52 (d, J=5. 3Hz, 1 H) 
Ii^{(Ti(FD-MS, m/z) :45 7 (M + ) 

01*601116 7 

N- (2-7^tQ7x^) -N' - {4- [ (6, 7->>V h*>-4- 
t;'J;b) **SQ 7^-;u> ft^7 (2 0 5) 

6. 7-vV h + S/-4- (4-7i;7x; + -» U > (1 0 Omg) 
£h;Ux> (10ml) KMMmiizfo 2-7Wn7x-;W7->7 
*-h (0. 05ml) *Jo;U 2 4«rBHinJ»iB«Lyto *»*S*U 

^□D^i/A/^y-^ (i o o/i) T?fiMai"**> , J *W5^^n7 k 

1 H-NMR (CDClg, 90MHz) :54. 03 (s, 3 H) , 
4. 05 (s, 3H), 6. 53 (d, J = 5. 3Hz. 1 H) , 7. 1~ 

8. 0 (m. 10H), 8. 53 (d, J=5. 1Hz, 1 H) 
H*##Hi (F AB-MS. m/z) :4 50 (M + +l) 



WO 97/17329 



1 4 9 



PCT/JP96/03229 



mmmi 6 8 

1- (2-7^tD7i^l/) -2-->7y-3- {4- [ (6, 7->M h 
*->-4-4-yj;lQ 7x-^) r7-v?> (2 0 6) 

6 7T'^btl/rN- (2-7Wd7x^) -N' - {4- [(6, 
7-yn^-/-4-+;'J;b) 7j^} ^*?l/7 (42mg) , 

Vi/tu^i/jltulXy^ $ K (37mg) x m8&®mv7u\£)\,3-*)l 
Ti>£mt/?-U> (1 0ml) K&jgLfco CCtcTHF (1ml) 
L*:<>7^ K (2 0mg) £flD;tm&T*--Bfe»# Lfco &&£Si:U 
?no*;l/A/./ (10 0/1) Jv'J* 7A?D7 h 

^574-KJ:*)fit!JU »ft^4 1mg, iRS* 9 9 %T'f#fc c 

X H-NMR (CDClg, 9 0MHz) : $4. 04 (s. 3H), 
4. 06 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J=5. 3Hz, 1 H) 
SI«#flHt (FD-MS, m/z) :4 5 7 (M + ) 

Stflffll 16 9 

N— (2-> F4->7x-;b) -N' - {4- [ (6, 7-?/ h*->-4- 
^;'J^) 7x-;l/} ^*frl/7 (2 0 7) 

6. 7-^n + ->-4 - (4-7U7x; + i/)*y"J> (lOOmg) 
(10ml) fcM&«?Lfc&. 2-> h4->7x^ft-f Ji/T 

(o. 0 5mi) ^an*. 2 4#mmmMtitLtio l. 

^DDWA/^y-^ (10 0/1) T?B0M-5*>y*y;u* 5 2**0-7 h 
^57-f-KJ:»)«a!U »{t^7 8mg, JR^5 0%Tmfc o 
1 H-NMR (CDC lg . 90MHz) : 6 3. 86 (s, 3 H) , 
4. 04 (s, 3H), 4. 05 (s, 3 H) . 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H). 8. 52 (d. J=5. 1Hz, 1 H) 
nmfimm (FAB-MS, m/z) :462 (M + +l) 

nam 70 

N- (2-^ -N / - {4- [ (6, h*->-4~* 

7^-^} f^»U7 (2 0 9) 

6, 7->7h + ->-4- (4-7^7x;*y) +yj > (8 Omg) £ 
h;Ux> (10ml) IwftfttgPLfcfk 2-^^7x^^7 2/7*- 
h (0. 0 4ml) 2 4mffitiat&&tiiLiZo ig&S-SiU &M*tu 

n*Jl,J±//?y-fl (1 0 0/1) TfSM-f **>»J *7*A*7A^n7h/5 

1 H-NMR (CDC 1 3 , 90 MHz) : 8 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m. 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

Jgfi##T0 (FD-MS, m/z) :44 5 (M + ) 

mmm 1 i 1 

N - (3-^f^7x-;b) — N' - {4- [ (6, 1- : J* h*v-4-* 
J IW tt->] 7x-;l) ft»U7 (2 11) 

6. 7-i^y h + iz-4- (4-7i;7xy + -» *y U > (8 lmg) £ 
(10ml) KtoimmLI&L-. 3-yWx-;^V>7*- 
h (0. 04ml) fctD*., 15£Hta»ii*Lfco »8iUSii?n 
o*;UA/y (10 0/1) «t5>"J*W7A?Dvhr7 

7^ -{c«kt)fl8S!L. m&©tt£$l£6 6mg> iR^5 5%-em^o 

X H-NMR (CDC 1, . 90MHz) :<52. 40 (s, 3 H) , 



WO 97/1 7329 



1 5 1 



PCT/JP96/03229 



4. 03 (s, 3H), 4. 05 (s. 3H), 6. 52 (d. J=5. 1Hz. 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d. J = 5. 3Hz, 1 H) 
MMftVrM (FD-MS, m/z) :4 4 5 (M + ) 

1 - (2-^;U7x-;b) -2-v7J - 3- {4- [ (6. 

->-4-*yj;t/) j^yj 7x-;i/} yr-v> (210) 

fUfiflll 7 0-e&t>ttfcN- (2->fA7xiA) — N' - {4- [ (6. 

h + >-4-+y u;u) y*-M i-*ois7 (24mg), 

iti/tn^lri/jUjjltfVJ * K (4 5mg) „ f&j&S© v-f V^o 

7 i>£i&itjt1-\s> (7ml) KjgJBLfco ::i:THF (1ml) lc&ft¥L 

fcS>7*$ K (2 8mg) ^MlfiT-BSlill^Lfco »jK£®*U 

□ d*w^;-^ (loo/i) T-jg^l-^vu^yvu^^A^avh^ 

^-r-K^flMU M©ffc£$i£l 8mg. iD?^7 6%T'^fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 52. 36 (s, 3 H) , 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 
1H) , 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 

(d. J=4. 9Hz. 1H) 

nm&Vm (FD-MS, m/z) :4 5 3 (M + ) 

H&0U7 3 

1 - (3-y^;U7x-;U) -2-->7V -3- {4- [ (6, 7 -it* 
•>-4-*/u;io gj-g] 7x-;b} yr-vy (212) 

HSS0J1 7 £>ft*:N- (3->f^7x^^) -N' - {4- [(6. 
7-5>y h + '>-4- + y >J;I0 7x-;H ^*-7b7 (1 8mg) % 
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•y^^o^W^M:yV; K (3 5mg) ^ MJ£S© *J<< Vfu \£)lJ-f-)V 
7 * >*ifitfty f- 1/ > (6ml) \z®Mltz 0 CCtcTHF (1ml) izmmt 
tzi/Ti-i K (2 3mg) £flD*MST— 5fe«# L £ 0 »H*«4Lx 
oot>W^y-;l. (1 0 0/1) TJg^-f «->'J*y^7A^ n-7 h?* 

* H — NMR (CDClg, 5 0 0MHz) : 6 2. 3 8 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m. 9 H) , 7. 5 1 (s, 1 H) , 8. 4 8 

(d, J=5. 5Hz, 1H) 

«S##rtt (FD-MS, m/z) :4 5 3 (M + ) 

HjfeW 1 7 4 

HSfe0J2 2T^/c4- h 'J - n-yf-^f - >- 1 -> F + ->y^b7xy-;l, 
(1. 3 g) ifUISa©4- (h 'J7;^d^ K^AT^ ^oo^> 

W^7D'J K (674mg) ^^od*;^ (5ml) KjgfSU rtJlSS© h* 
7. (F'j7x^MX7-f » '<yi?OJ* (I I) ?n'J K (8mg) £A*U 

(2. 0g) h7b Ko75> (4ml) tK (5m 1) <h6N 

&S&7kiltffc (15ml) £flQ;lT 8 B#R3iS«E L *:<, RiCS^I** i^DD^ 

SffiTT^fffi (FD-MS, m/z) : 28 2 (M + ) 
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HMU7 5 

(4- M7;M-oy h4->7x-;l/) {4- [(6, 7-^^i/-4- 
^y'JJl>) y^-jl} (2 8 4) 

HWJ1 1 7T-^4-t h'D + >>7x^ 3- h 'J7WD^y7xZ 
;U yF> (581mg) tmm&<D4-im-Jl7 iJ t°U (2 7 7mg) 
(2 0ml) ^AtU 7;b3*>^IT^«Lfc 0 H$HI&4- 
?do-6, 7--^ h + ->+7 'J > (4 6 Omg) £flO;u 2 4B$FhTO&» l 

o d * ;u 2*m£m*mm-? * a T-&m l ^ 0 mRTmrnwaim z> ntzn 

fa-? Y>f?7< -\z£r>mmt, W.lz?na*Jll±/&&JL?jl (5/1) ~C 

4 7 Omg, JR$4 9%-?®tz 0 

1 H-NMR (CDClg, 500 MHz) : 6 4. 03 (s. 3H). 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d, 
J =8. 5Hz. 2H), 7. 35 (d, J =8. 7Hz, 2H) , 7. 46 

(s, 1H), 7. 47 (s. 1H), 7. 89 (d, J=8. 5Hz, 2 H) , 
7. 92 (d, J=9. 2Hz, 2H), 8. 59 (d. J=4. 5Hz, 1 H) 

K*#*HI (FD-MS. m/z) :4 6 9 (M + ) 

HJ6W17 6 

4-n^->7x-^ 4-a-K7x-;l 7- h > (##^J) 
miKS©- hoy (1 0m 1) <K rfflR£©7-7-;U (1. 0 8 g) t 
rfTBRa©4 -a- POvV^? o "J K (2. 6 7 g) £rfi|RS«D-f yf^h* 1 ) 
A (I I I) h iJ7Md; *>t.;U**- h (6 2 Omg) £t)D;U 6 0°Clz 
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TimWtltZo Kfcm&VaZfctt DO+;bAT-#IjgL ?dd*;^| 

KftfttfHI (FD-MS, m/z) :3 3 8 (M + ) 
f*J60fll7 7 

4-bF'Dt->7x^ 4-3-K7x-;l 'r h > (#%#]) 
HJfe^Jl 1 9-e'f#/c4-y h**>7x^;u 4-a-K7*-Jl yh> 
(7 2 2mg) ^-^an^> (2 0ml) KfcJBU *#T1. 0M-fo> 
h'J7*D; K-^DD^>§i (9ml) £Ja;U gfi#«#L£ 0 lBfe'ifc 

380mg, iR$55 %T"^^ 0 
1 H-NMR (DMSO-dg, 500 MHz) : <5 6. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2H) , 10. 47 
(s, 1H) 

nmftmm (fab-ms, m/z) =325 (m + + d 
nm\ 1 7 8 

{4- [(6. h*->-4-4-7 'JdQ 7x_;b) (4-3 

- K7x-;b) > (2 8 5) 
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>rh> (3 8 0mg) t 4 - i?/ i J fc° U (15 8mg) £ 
*>b> (1 lm J) 4>^Antfi'ttl»Lfc 0 2«4-^n-6, 7- 

$m h+i/*yj> (2 6 2m g ) iftanf»ajtLfco 
mmim± v u •> A7k&&<t ? n □ *;u a * □ □ ^^as^^tkbs 

/77^-i:J;t)m Ii:^DD*^A/ftiif;b (5/1) T-Jg&Ht* 
SWS/'Jrty^n^ -KiOfitSlIU &m<Dit&to£4 5 9mg, 

iR$7 7%Tl#fc 0 

X H-NMR (CDC 1 3 . 500 MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d. J=4. 9Hz, 1H), 7. 27 (d, 
J=7. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2 H) , 7. 88 (d, J = 7. 9Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

mmftmm (ED-MS, m/z) :511 (M + ) 
ISfeflll 7 9 

mBSn a a©- h o y ^ > (10ml) 4»x mi5D^©T^.v-;U (1. 08g) i 
» 0 0 4-7u ; 6'<> 1 />f^7DUK (2. 20g) <£rfrflRS©>r * f-Jl t*^ 
A (I I I) h 'J 7Wd^ ^ h (6 2 0mg) Ztiax.. 60ti: 

TlBfei£#Lfc 0 R£g^£*£*on*;l/AT?£BflL ^ddMAM 

f^'TfRSW'SS'y *Y;1>*5A*dv F/777-f -lw«kt)*ifS5!U ^S©{t 
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X H-NMR (CDC 1 3 . 500 MHz) : <5 3. 89 (s, 3H) , 6. 
97 (d, J=8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H). 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d. J=9. 2Hz, 2H) 
K»##Hit (FD-MS, m/z) : 2 9 0 (M + ) ,2 9 2 (M + + 2) 

w&mi 8 0 

4-bKnt->7x-^ 4-^o ; e7x^ h > (##ffJ) 
11*600 1 2 2-e^/c4-y h*->:7 4-7Dt7ii;I/ ^ h > 
(1. 6 5g) ^y?nay^> (2 0ml) «U MTl. 0Mt'o> 
Wzfui K-i?^DD>^>Stt (2 3ml) &j&D^ £S4»«#Lfc 0 lft 

<D{l&foZ 1 . 34^ fi$8 5 %T''fi^o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 9 0 (d, J = 

8. 5Hz, 2H) . 7. 61 (d, J=8. 5 Hz. 2 H) . 7. 66 (d, 
J = 8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(b r s, 1H) 

M^tfrffi (FD-MS, m/z) : 2 7 6 (M + ) . 2 7 8 (M + +2) 

mmmi 8 1 

{4- [(6, 7-->V h*v-4-*/ »J;U) 7x-;U} (4-7 

a^7i^) ^ > (2 8 6) 
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yh> (l. 1 8 2 g) bA-V**A>T\ J t°'J (5 7 3mg) 
£*->l/> (3 7m I) *^A*iSffl*«»Lfco 3 0^4-?od-6. 7 

h*->*y «j > o 5 4mg) *jn*. lftflna&asELfco K£g£«a£ 

n*;UA/Ift*x?-;U (5/1) TfiHt5illi-> 'i * W h^7 7-r - 
ICk&fcSIU «<Z>fc£ft£l. 5 7 4 g. JR*7 9%tr^^: 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : <5 4. 05 (s, 3H) , 
4. 06 (s, 3H), 6. 66 (d. J=4. 9Hz, 1 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2H), 7. 70 (d. J=8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

II^tfrl(FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + +2) 

warn 18 2 

{4- [(6, 7-^h^y-4-t;'J^) tty] 7x-M [4- 

(N-y^;Uh°^7^y) 7x-;i] y^y> (2 8 7) 

7;^>aiT> fS&feflll 2 3-efffc4-fc Ko + i/7xiA' 4-7n€7 
>rh> (2 3 2mg) £ h;Ui> (5ml) "£^A*U MlCrfJfiKfii©N 
-y^b 0 ^ >>> (6 1mg) . th'J7i, t-7h*->K (6 7 nig) „ 
h'T. (hij7x-^X7-f » /<5 5>*A (I I ) 7n'JK (7mg) £j(jn;L 
*:SU 1 0 OWl Iftmtft L^o KJEfi£«&*tSfi«tfb* h U -^ATk^d: 
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ffT889*fc»£ttfcg«^ ?od*m/^;-;I/ (10/1) T-Jg§3 

iR^2 2%T'f#rCo 

1 H-NMR (CDC1 3> 5 0 0MHz) : 6 2. 3 7 (s, 3H), 
2. 58 (t, J=5. 5Hz, 4H). 3. 41 (t. J=5. 5Hz, 4 H) 
. 4. 04 (s, 3H). 4. 06 (s, 3 H) . 6. 63 (d. J = 4. 9H 
z, 1H), 6. 92 (d. J=9. 2Hz, 2H). 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s. 1H), 7. 81 

(d, J=8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2 H) . 
8. 5 6 (d, J =4. 9Hz, 1 H) 

®S#tfHfi (FD-MS, m/z) :4 8 3 (M + ) 

H»J 1 8 3 

{4- [ (6, 7- ! J/ Ft->-4-^/ 'J/0 t4->] 7x-M [4-* 
M>'j;7x-;l/] (2 8 8) 

TJlo'y^MT, SSfcWl 2 3T?»fc4-t Kn*">7*-A- 4-7d*7 
x^;U y h > (2 3 2mg) £ h;Ui> (5m 1 ) ^A*U MKrfJiSS©^ 
;b*'J > (5 2m g) » + h 'J 7A t -7h*> K (6 7m g) > tfx ( HJ 
7xzMX7-f » A7-^9A (I I) ?D"J K (7mg) %mz.tz'& 
1 0 OWUftfttfLfco EJ&MGmzmii&itl- h W**temttnn*Jl 

^on*AA/Kixf;b (5/1) T'®Pi§-<j-3i$JI :/ U 
*WD7h/77^ -Iwcfci^SJU IM^3 2mg N JR^l 4% 

1 H-NMR (CDC1 „, 500 MHz) : 5 3. 34 (t, J =4. 9H 
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z, 4H) , 3. 8 8 (t, J =4. 9 Hz. 4 H) , 4. 0 4 (s, 3 H) , 

4. 07 (s, 3H). 6. 64 (d. J=5. 5Hz, 1H) , 6. 92 (d, 

J=9. 2Hz. 2H), 7. 26 (d, J=7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2H), 

8. 56 (d, J=5. 5Hz, 1 H) . 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

K*##rffi (FD-MS, m/z) :4 7 0 (M + ) 

mmm 1 8 4 

(4- [(6, 7->7h^y-4-t;'J^)^^y] 7x-;H [4-b° 

g'j^;7x-^] (2 8 9) 

x^b yh> (2 3 2mg) £h;Ux> (5ml) t^AtU M^mBR D D o©k 0 
a'J 5?> (4 3mg) „ + V U^A t -7h + -> K (6 7mg) . b'X ( h >J 
7x-;^tX7^» /n°5v^»7A (I I) ?d'J K (7mg) £flox.*:m. 10 

ot^ i ifta^u^o K&m^*mmi+ v -7 A7K*«i ? dd*;^ 

#&ttfc82S£ x ?oo^A/S^ixf^ (5/1) "^SWI'5 u S3iJi->>J*y 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 0 5-2. 0 8 (m, 4 
H) , 3. 3 8-3. 4 1 (m, 4 H) , 4. 0 4 (s, 3H) , 4. 0 6 (s, 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J = 4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J=9. 2Hz, 2H), 7. 84 (d, 
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J=8. 5Hz, 2H). 8. 55 (d, J = 4. 9Hz, 1 H) 
KS#ffit (FD-MS, m/z) :4 54 (M + ) 

l£«J18 5 

(4- [(6, 7- 21 h*->-4— fr>"JdO 7x-;U} [4-b° 

^'j^;7x^n y^y> (2 9 0) 

x-* yh> (2 3 2mg) £h;l/jc> (5ml) 4^AtU MKrfrl&S© h° 
^'J v>'> (5 1mgK ^M^A t-^h + »>K (6 7mg) . h'X ( h U 
7x^>X7-( » /^S^A (I I ) ?d «J K (7mg) £tlD;i£&. 

i o o «c+ 1 mmn i *:„ £&*i£$}£i&fn£<t^ h u -7 ? n □ *;u 
*»^t»tifca»*. ?DD*^/»»xf* (5/D -e8M**augv"j 

1 H-NMR (CDC 1 3 , 5 0 0MH z) : 5 1. 6 8 (b r s, 6 H) . 
3. 38-3. 39 (m. 4 H) , 4. 04 (s, 3H), 4. 06 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1 H) . 6. 89 (d. J=8. 6Hz, 
2H) , 7. 2 5 (d, J =8. 5Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2 H) , 7. 86 (d. 
J=8. 6Hz, 2H). 8. 56 (d, J=4. 9Hz, 1 H) 

nm&ttm (FD-MS, m/z) :4 68 (M + ) 
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HWJ18 6 

N- (2-^ ht->-4-h'7x-;b) -N' - {4- [ (6, T- : J* 
is-4-jf.J >)Jl,) *±j/] 2±=M (2 2 2) 

6, 7-^h^->-4- (4-T$y7xy + » +y»J> (52mg) 
h;Ux> (5m 1 ) K&gU h'Jif^T; > (lml) HJ 7 

**y> (5 2mg) £j&0/U 2^»Dl^l^Lfco SC^(c2-^ h**>-4 
-e^i^^T ^ > (1 0 3mg) ^rftJ^ 1 3»MLfc 0 K£&Ke£ 

DtW7th> (10/1) T-Jg^-r^v/'J^y^^^A^n^ 
-KJ^SiU gjg©{l:&#l£8 9mg > iR*9 8%-e^ 0 

1 H-NMR (CDC 1 g, 500 MHz) : 6 3. 67 (s, 3H), 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J=8. 5Hz, 1 H) , 7. 10 (d. J=8. 6H 
z, 2H) . 7. 2 1-7. 3 7 (m, 4H) , 7. 4 3 (s, 1 H) , 
7. 53-7. 59 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
, 8. 48 (d, J=4. 9Hz. 1 H) , 8. 53 (d. J = 2. 4Hz, 
1H) 

«fi#tfrit (FD-MS, m/z) :52 1 (M + ) 
HM0U8 7 

N— (2, 6-^v^ob°;l/7x-;b) — N' - {4- [(6, 
^rv-4-^yj>>U) 7x^1 (2 2 3) 

6, 7-*V h + i/-4- (4-7;;7x> + -» +;>J> (5 4mg) £ 
h;Ux> (5m 1 ) Ic&jSU h 'J if ^7 $ > (lml) %lRx.iz'&.^ hU7 
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*x^> (5 3mg) &1jqz-, SAfflm&MMlKo £JSttlc2. 
at°)V7-<)> (0. 0 5ml) £Jn*.. 1 5&Hi0flfciS»Lfco RiSftJ-RK 

*;UA/7-trh> (10/1) Mt 5 •> 'i /7 7 A ^ d 7 h ^'7 7 -f - 
{Ccb^flSIU a®©tt£$l£6 9mg, iR$7 6%T''f#fc 0 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : 6 1 . 2 6 (m, 1 2 H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d. J = 
5. 5Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m. 5H) . 7. 5 3 (s, 1 H) , 8. 4 6 
(d, J=4. 9Hz, 1H) 

KS#t)Tte (FD-MS, m/z) :4 9 9 (M + ) 

SS»0U8 8 

N- (2-^pd-4-- hQ7x-;b) - N" - {4- [ (6, h 
**>-4-*yJ^) 7x-;U} 3U7 (2 2 4) 

6, 7-yy 4- (4-7i;7xy + -» +;>J> (1 0 4mg) 

£^x> (10ml) K7jn&&ff?Lfc&. 2-^nD-4--ho7i-M 
7*7*- h (1 5 Omg) £flD/U 1 0»iSIL/: o LT£fc*§ii 

1 0 0 %T'®iz 0 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s. 1 H) , 7. 
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62 (d, J=8. 6Hz, 2H). 8. 23 (m, 1 H) . 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1H), 
8. 84 (brs, 1 H) , 9. 85 (b r s. 1 H) 
MfeMrtt (FD-MS, m/z) :4 9 4 (M + ) , 4 9 6 (M + + 2) 

^Jfe^J 18 9 

N — (3-?pp-2-y h*i/7*-Jls) -N' - {4- [ (6, 
^■>-4-^yj;b) 7*-^) (2 2 5) 

6, 7- h*->-4- (4 -T $ J 7x; *•» +yj > (5 8mg) £ 
h;Ux> (5ml) fcJnJfc*#L;fc!Jt» 3-^ao-2-y h*^? i ^;M' y 
*>7*-h (0. lml) £flD;U 2 2 5}F^iSI L fc a SS^ ? □ d twl/ A 

/7th> (i o/i) T-®§a**v/y*yjt^5A*o^h^74-ic«fc»9 

1 H-NMR (CDC 1 3> 5 00MHz) :<5 3. 7 3 (s, 3 H) , 
4. 02 (s, 3H), 4. 05 (s, 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2H), 7. 15 (d, J=8. 5Hz, 
2H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 81 (s, 1 H) . 8. 16-8. 19 (m, 2 H) 
. 8. 5 0 (d, J =5. 5Hz, 1 H) 

HM&Vm (FD-MS, m/z) : 4 7 9 (M + ) ,481 (M + + 2) 

nmm 190 

N- (2-^pp-6-^f^7x-;l/) - N' - {4- [ (6, Y 
^.>- 4 -^y XJriy-} y^^jl} (2 2 6) 

6, h*i/-4- (4-7;;7x; + -» */ U > (52mg) £ 
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hJlscy (5ml) iZl]QfmMltz'&. 2-^OQ-6-^f;b7x^Wv> 
7*- h (0. 1ml) fcjDiU 1 7^Pa6DSftiB«ELfco *rttiLT£fc*SB£tt 
»U h^i>-ez5fe#t-SC<blC«fcf9^S<D'fb^ ; &6 lmg. iRi£7 4$ra§ 

1 H-NMR (DMSO-d 6 . 500 MHz) :<5 2. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1H), 7. 18 (d, J=9. 2Hz, 2H), 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H). 7. 52 (s, 1 H) . 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 1 H) 
. 9. 0 3 (s, 1H) 

MAftifHS (FD-MS, m/z) :46 3 (M + ) , 465 (M + +2) 

mmm 1 9 1 

N- (3-?oa-6-y h^>7^-;U) -N' - {4- [ (6, 
h^->-4-^yj^)^->] 7x-i| frU7 (2 2 7) 

6, 7-*J/ h + >-4- (4-7;;7x; + -» +7 U> (52mg) £ 
MUjc> (5ml) lcfln&ig8?L*:&> 3-?oo-6-^ h + y7x-M7 
>7*-h (1 1 lmg) £JD;U 2 9 #raflD&igM L fc 0 gS£?no*;UA 
/7-fe h> (10/1) •CJSB81-5'>';*y;U*5A^o-7 h^77-f-KJ:*) 
flMU SI®^^8 4mg, JR$1 0 0%T**#fc o 

1 H-NMR (CDC1 3 , 500 MHz) : 5 3. 60 (s, 3H). 
3. 99 (s. 3H), 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 53 (d, 
J=8. 5Hz, 2H), 7. 58 (s, 1 H) , 7. 82 (s, 1H), 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J =5. 5 Hz. 1 H) , 8. 5 2 (s, 
1H) 

Km&tirto. (FD-MS, m/z) : 4 7 9 (M + ) .48 1 (M + + 2) 

N - (4 pp- 3 -- h P7x_;l) - N ' - { 4 - [ (6, 7 -it/ h 

7x-Jb) (2 2 8) 

6. h^v-4- (4-7i;7iy + -» +7 'J > (52mg) £ 

h;l/X> (5ml) lcJn.%i&»LfcSL 4-^Dn-3--ho7x-;KV>> 
7*-h (2 2 4mg) £Jn;i. 8^SD.*iSJItLfco tfrifc LT£fc*£||£»flfc 
U h;bi>Tifc^£C£lc«fcO^©tt£^£l 2 5mg, JR^7 5%T'^ 

! H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H). 6. 46 (d. J=4. 9Hz. 1 H) . 7. 21 (d, 
J=8. 5Hz, 2H). 7. 38 (s. 1 H) . 7. 51 (s. 1 H) . 
7. 60 (d. J=8. 5Hz, 2H). 7. 65 (s, 1 H) . 7. 67 (s. 
1H) . 8. 3 1 (s. 1 H) . 8. 4 6 (d. J =4. 9 Hz. 1 H) . 

9. 01 (s. 1H) . 9. 27 (s. 1H) 

KftfttJHI (FD-MS, m/z) : 4 6 3 (M + ) . 4 6 5 (M + + 2) 

mmm 1 9 3 

N- (2, 4-^007!-;!/) — N' - {4- [ (6, l-'J* h*v- 
4-^yj;U) *±i/\ 7x^} frU7 (2 2 9) 

6. 7->V h*>'-4- (4-7;;7xy+y) +;'J> (5 3mg) £ 
h;l,x> (5m 1 ) lwJjDa&**¥Lfc8U 2. 4-^oD7x_Mvm- 
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h (1 1 5mg) £Jjo;U 2 0 AtStismMM L fco fitti LT^fclSUfcttBlU 
h >T'Z5fe^1- -5 d <h «k «9 7 4 m g . 8 5 %-e^fc c 

1 H-NMR (DMSO-d g , 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1H), 7. 22 (d, 
J =8. 6 Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 4 0 (m, 1H), 7. 
51 (s. 1H), 7. 59 (d, J = 9. 2Hz. 2 H) , 7. 62 (m. 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) . 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 

MHMfrffi (FD-MS, m/z) :4 8 3 (M + ) 

l^fe^J 19 4 

N — (2, 6-^po7i-^) -N # - {4- [ (6, 1- : J/ r*->- 

4-*yu;tQ *-*vQ 7^-;b} ?uy (2 3 0) 

6. 7-v^ h*->-4- (4-7S;7x>*J/) */U> (5 2mg) £ 
h;Ux> (5ml) IcMlJgfBLfcflU 2, 6-^Do7i-Mvm- 
h (12 5mg) 4Joix 1 2^toHftS«tLfco tfrtiJLTifclSiifcttffiU 
h ;bx > S d £ lw J: 0 mm<Dit&®}£ 8 1 m g % «$9 6 %T^/c e 

1 H-NMR (DMSO-d g, 500 MHz) : 5 3. 94 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d. J = 5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H). 7. 32 (dd, J=7. 9, 7. 9Hz, 1H), 
7. 3 8 (s. 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d. J=5. 5Hz, 
1H) , 9. 09 (s, 1H) 

KS##Ht (FD-MS. m/z) :4 8 3 (M + ) 
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mmmi9 5 

N- {4- [(6. 7->>7h^y-4-4y'J;0 t^->] 7x_;t,} - 
N' - [1- il-rf-y^Jl) ±±W ?UT (2 3 1) 

6, 7-v7h + y-4 - (4-7;;7W^-» +>"J > (5 4mg) £ 
h;l/i> (5ml) IctDJimgffL^ 1- (1— *-7f\fc) ifHvm 
-h (0. 05ml) £Jd;U 1 OO^tlD^B^Lfco S^*^dd*W 

7-fe h> (i o/i) i?jggai-s->u*y^*7A^o^ 

SJU »{t^6 5mg, iR$7 2%T?#fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 1 . 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3H), 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1 H) , 

7. 1 1 (d. J =9. 2 Hz, 2H) , 7. 36 (s, 1 H) . 7. 4 9- 
7. 5 8 (m, 7H), 7. 8 3 (m, 1 H) , 7. 9 4 (m. 1 H) , 8. 1 
7 (m, 1H) , 8. 4 2 (d, J =5. 5 Hz, 1 H) . 8. 52 (s, 1 H) 

Si^fi (FD-MS, m/z) :4 9 3 (M + ) 

mmmi 9 6 

N- (2-n-7l-A7 3.-)l) -N' - {4- [ (6, 7- : J/ h*>-4 
-*/• W it**A -7U7 (2 3 2) 

6, 7-vV h*is-4- (4-7$ J 7*;*is) *J ') > (1 1 9mg) 
£ h;bx> (l 2m 1) IC&SU h 'Jx?-;l/7$ > (2. 4 m 1 ) £io;i*:& N 
MJ7*xy> ( 1 3 3 m g) £JD*., 2 #KH)D*&«ifc L fc 0 RJ&ttlc 2 - n - 
7f;l/7x-;l/7; > (0. 1 3ml) *Jd*n 1 0^mUam&mLfz o fcfofc 
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£?oo*^A/7-tr h> (4/1) T'Mffli-Z > U fifJllJ? A ? o v h 
7>f-lzJ:DttJ!!U M©ft£4&l£l 3 0mg. JR$6 9%T'^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :«5 0. 9 2 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m. 2H), 1. 50-1. 57 
(m, 2H) . 2. 59 (t, J=8. 9Hz. 2 H) , 3. 93 (s. 3H), 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 98- 

7. 02 (m, 1H), 7. 12-7. 17 (m. 2 H) , 7. 19 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1H). 7. 5 8 (s. 1H), 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m. 1 H) , 7. 89 
(s, 1H) , 8. 46 (d, J=4. 9Hz. 1 H) , 9. 11 (s, 1 H) 

MbWfll (FD-MS, m/z) :47 1 (M + ) 

mmm 1 9 7 

N- {3^xJi±2^ME2k2-ZLEJk} ~ N ' - < 4 ~ [ (6 - 
*->-4-*7 U-Jt/) frU7 (2 3 3) 

6, 7-vV l^>-4- (4-7;;7x; + y)+;'J> (1 3 lmg) 
*WUx> (10m I) lc2jo«W&ll?U h'JxW;> (2ml) *HaiL1z'&^ 
V «j7**y> (2 13mg) Ztiaz.. 2&man1&M&tLfco fc&miz3-7i 
^Ifiif;bx7f^ (0. lml) Ztiaz.^ 7 ftntim&MMltZo 

^DD*W7th> (10/1) T-Jg&TTS y'J*W7A?o7 
7 4 -Kit) fit®! U M®{b£tt£2 1 4mg. JR$1 0 0!Ki« o 

1 H-NMR (CDC1 3 . 500 MHz) : d 1. 36 (t, J=7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s. 3H), 4. 36 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1 H) . 7. 13 (d. 
J=9. 2Hz. 2H), 7. 3 8-7. 4 5 (m, 4H), 7. 48 (d. J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) . 7. 75 (d. J=7. 3Hz, 
1H), 7. 80 (d, J=7. 9Hz, 1 H) . 7. 90 (s. 1 H) , 
8. 4 8 (d, J =4. 9Hz, 1 H) 
Jtt£*Ht(FD-MS. m/z) :4 8 7 (M + ) 

m&m i 9 8 

N- (2, 3-^nD7x-;^) - N' - {4- [ (6, l-V* 
± z ±yjjl) 7x-;l) frP7 (2 3 4) 

6, 7-v>V h + >-4- (4-7;;7x; + y) *y 'J > (52mg) £ 
h;Ui> (5ml) irflD&fgPLAiSU 2, 3-y^oo7x^Mv>7^- 
h ( 0 . 0 5ml) £ an*. 2 0 £fBtilD&jB% L tz a SUtsmAi * o o * )IJ*/ 
7-fe h> (1 0/1) T-Jggg-r«'>U*y^5A^DV h^77^f-tC«k»3fi| 
S!!U »{t^8 4mg, JR^l 0 0%Tl#/co 

1 H-NMR (CDC1 3> 500 MHz) : 5 4. 00 (s, 3H), 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz. 1 H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) . 7. 53 (d, J=9. 2Hz, 
2H) , 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d. J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

MatJfte (FD-MS, m/z) : 4 8 3 (M + ) 
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mmmi9 9 

N- (2, 4-^dd7x^) -N' - {4- [ (6, 7-->V 
4-^/'J;t/) 7i-;H frU7 (2 3 5) 

6, h + v/-4- (4-7;;7x; + i/) +>"J> (5 8mg) £ 

(5mi) {zmmmmttz^ 2, 4->'?Da7i;Mvm- 

h (9 3mg) 2 0»iMU; o raM?no*;bA/7t 

h> (1 0/1) T«t^'JAW7A^D7h/77^ -lci:«9fSS!U 
6 9 m g , 7 3 %T~mz 0 
1 H-NMR(CDC1 3 , 500 MHz) : 5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 47 (d, J=4. 9Hz. 1 H) , 6. 98 (d 
d, J=2. 4. 8. 5Hz, 1H), 7. 19 (d. J=8. 5Hz. 2 H) . 
7. 25 (s, 1H). 7. 29 (s, 1 H) . 7. 39 (s. 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J=8. 5Hz, 2 H) , 7. 56 (s, 
1H), 8. 40 (d, J=2. 4Hz. 1 H) , 8. 50 (d, J=4. 9H 
z, 1H) 

«fi##HI (FD-MS. m/z) :4 8 3 (M + ) 
2 0 0 

N- (3, 4-^^n7x-;i>) - N' - {4- [ (6, 7 - v>V h*->- 
4-^y D;U) 7x-;H 7 1/7 (2 3 6) 

6. 7-5** h + i/-4- (4-7;;7x;+-» +7 </ > (5 lmg) £ 
(5ml) Cfln&&8?L*:&> 3, 4-^?oD7x^Kvm- 

h (i0 2m g ) zmz., 8ftr£mm&nitzo Vr&i-cztzmiktimu h 

JUx. >T'Z5fe^1- £ d t K «k «5 S&©{t&$)£ 7 1 m g x 8 4 %Tl#fc c 
1 H-NMR (DMSO-d c , 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
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3. 95 (s. 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H), 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 5 0-7. 5 2 (m, 2 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 92 (s, 
1H) , 9. 0 0 (s, 1H) 
Kftftfffll (FD-MS, m/z) :4 8 3 (M + ) 

$g&W2 0 1 

N- (3, 5-^on7x-;l/) - N' - {4- [ (6, 7 - h*->- 
4-*yj;b) 7x-;U} (2 3 7) 

6, 7-v?y h + «>-4- (4-7;;7x; + -» +7 'J > (5 3mg) £ 
h;Ux> (5ml) fcan*fc8fl?LfciJL 3, 5-^^D7x-;kyy7*- 
h (7 6mg) 8#IHtaJ»flBIELfco #ftBLT#fettS*«ffl»U 

! H-NMR (DMSO-dg, 5 0 0MHz) :<53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H). 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d. J-4. 9Hz, 1 H) 
, 9. 0 0 (b r s, 1H) , 9. 0 7 (b r s, 1 H) 

m&fttirm (FD-MS. m/z) :4 8 3 (M + ) 
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mmm2 02 

N — (4 -?oo-2-- hQ7x-;U) — N ' - {4- [ (6> Izgjj b 
*->-4-*y'J;U) ^-^i/] 7x_;l/} (2 3 8) 

6, 7-v>V h + >-4- (4-7S y 7x7 + » +y y > (l 2 3mg) 
£hjbi> (12ml) Jwjto^ML^m. 4-^OD-2-xhD7 i ;W 
vm- b (1 7 2m g) £in;U 1 4^BgjQJIW8»ELfco ffrft L T £ /c£ H B a 
*WRU h^x>«t5Cii:J:f)»lk^l 7 4mg, JR^8 5 

%-zntzo 

X H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H). 
3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 7. 23 (d, 
J=7. 3Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 1 4 (s, 1 H) , 8. 3 5 (d, J =9. 2 H z, 1 H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s. 1 H) , 10. 0 (s. 1 H) 
K*#tJf<ifi (FD-MS, m/z) :4 9 4 (M + ) . 4 96 (M + + 2) 

3Ofc«2 0 3 

N- (2-7;;-4-^od7x-;1/) -N' - {4- [ (6, Y 
^i/-4-^yj;U) *±22 7x-;U} uU7 (2 3 9) 

N- (4-^Do-2--hD7x-;U) -N' - {4- [ (6, 7-i^ h 
^•>-4- + yij^) 7j.-M UUT (1 5 8mg) ^^dd^;ua 

(1 0ml/70ml/5ml) fci&JBU TXffi&j- h 'J -7 
A (l. Olg) *Jdx.. 6 OVIZT 3 7 fiffimtiZo *on*M,AT?2lHltt 
HiLfc&WW*tSft££*"Cifc£U b U*A-efc&L*: 0 MET 

*§I££S£U ^^DD*W7th> (1 0/1) Trgiat- Z>i")i7f 
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X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d. J=4. 9 
Hz. 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, 1H) 

H»J2 0 4 

N- {4- C (6, 7-v?> h*->-4-*y UdO *4rvQ 7x-jH - 
N' - (2-b'U v>^;U^'-;U) frU7 (2 4 0) 

6, 7->?y h + v^-4- (4-7;;7xy + -» *y U > (7 5mg) £ 
H^x> (7ml) KM&PL h'JiW;>(L 4ml) «^ 
M7**y> (2 0 lmg) £fln;U l^HJlrtfta«ELfco Rattle 2 -eu 
•^>*7l/*'+-^= K (1 0 2m g) £flO;U 3»«Lfc 0 SiSft^KK 
7k^ h U *A*»fc*Jo*. x i^»xf-;l/t?2@»dJL/:«WaMi*t&ftdifck 
Tifc&U «R*»^-hU'>A'X?ia»Lfeo «EET»IK*e*U ^7dd 
*;UA/T-bh> (10/1) T?®g§t-5 > 'J* ^777^^0^ K77< - 
JwiOmMU &m<Dit&®$: 8 6m g> iK$7 7%m o 

1 H-NMR (CDClg, 500 MHz) : <5 4. 06 (s, 3H), 
4. 06 (s. 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 
1=9. 2Hz, 2H). 7. 43 (m, 1 H) . 7. 57 (s, 1 H) , 
7. 59 (m, 1H), 7. 71 (d, J=9. 2Hz, 2H), 7. 97 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (b r s, 1 H) , 
8. 68 (d, J=4. 9Hz, 1 H) . 10. 1 (b r s, 1 H) , 10. 7 
(brs, 1H) 

§f»£#Hi (FD-MS, m/z) :4 4 4 (M + ) 
HWJ2 0 5 

N- (3-?pp-4, 6-^^ ht^x-i) -N' - {4- [ (6, 7 
- *J*-h*i/-4-*y jMQ 7x-Jb} ^L/T (2 4 1) 

6. 7- v?y h*->-4- (4-7;y7x/ + y) +7 U > (5 4mg) £ 
h;UJc> (5m 1) {Cjn^^L^, 3-?dd-4. 6-v/h + y7x- 
^VS/T*-h (76mg) £Jo;U 1 8#rajQ.*l««ELfco SJ&M^^d 
n*;UA/7-tr h > (10/1) -eSga-r-Sv'J^y^^^A^ov Yif^y^t 
-fc«fct>**§llU ja©ft^9 3mg, «*1 0 0%T'f#£ o 

1 H-NMR (CDC1 3 , 500 MHz) : 6 3. 76 (s, 3H), 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 49 (s, 1 H) , 7. 13 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1 H) , 7. 42 (s, 1 H) . 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz. 1 H) 

MfeWftt (FD-MS, m/z) : 5 0 9 (M + ) .511 (M + + 2) 

H*fe^J2 0 6 

N- (4 - ? on- 2 ^-Jly -N / - {4- [ (6. 7--J/ h 

*->-4-*y U;t/) "7^-^} 7 1/7 (2 4 2) 

6, h**>-4- (4-7^77x74- '» 4- 7 U > (5 5mg) £ 
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h;Ui> (5ml) izlnimmitz&s 4-^DD-2->fA7xiMV-> 
T*-h (90mg) £flD;L> 2 65>HiDJIMI»ELfco tFftb LTSfc|§j|£»R 
U hJlx.>T'&fttZZtK±t)mm(D<t&®Z6 9mg. iR$8 0%Ti§*: o 
1 H-NMR (DMSO-dg, 5 0 0MHz) :52. 26 (s, 3H) , 

3. 94 (s, 3H), 3. 94 (s, 3H) , 6. 44 (m. 1 H) , 

7. 18-7. 20 (m, 3 H) . 7. 25 (s, 1 H) . 7. 38 (s, 1 H) 
, 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 7. 87 
(m. 1H), 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 15 (s, 
1H) 

KftfttfHfi (FD-MS, m/z) :46 3 (M + ) . 4 65 (M + + 2) 
H»J2 0 7 

N - (2-^DD-3-^Wx-;b) -N / - {4- [ (6, 7-'J/ h 
**>-4-*7 U;U) 7i-iH frU7 (2 4 3) 

6, 7->V h + ->-4- (4-7;;7xy^y) (5 2mg) £ 

hJlx.y (5ml) i:M^)8Lfci> 2-^DD-3-y^7 i -Mv-> 
7*-h (0. 2ml)^]tJ0^ 1 2»ffflft«!ftil«ELfco S»?ODt4 
V7th> (10/1) T-Jg^S^U^W^^A^n-vh^^^^-Jwi 
0««U M©<t&»3 Omg. JR$3 7%-e^fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 2 8 (s, 3 H) , 

4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d. J=4. 9Hz, 
1H) , 7. 0 9-7. 1 5 (m. 4 H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2H), 7. 55 (s, 1 H) , 
7. 61 (s, 1H). 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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nA&ftW (FD-MS, m/z) :4 6 3 (M ) , 465 (NT +2) 
H&0J2 0 8 

N- (3-7;;-4-^QQ7x-;l/) -N' - {4- [ (6, l-Vt h 
*v-4-*y 'J;u) y^-M uur (2 4 4) 

N- (4-^Do-3--ho7x-;l) - N' - {4- [ (6, 7 -->V h 
+ y-4- + yj^) 7x-;H ->l/T (lOOmg) ^no*U 

/y^y-^/Tk (5ml/l 5ml/3ml) fcigJBU f^fiftBh^ h U ^ A 
(3 5 8mg) £Jd;U 6 0°CICT2 O^H^L/Co ? oo*;UAT2[e]ttJJij 

jK^s*u »^D^A/7th> (io/i) r»s§at<5>"j*y;i/ 

*7A?D7t-/77^ -izJ:i5lBML. mm®<t&®}$:3 9mg, iR^4 1% 

1 H-NMR (DMSO-dg, 500 MHz) :<5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 5. 3 0 (b r s, 1H) , 6. 4 5 (d, J = 
5. 5 Hz, 1H), 6. 6 4 (m, 1 H) . 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J = 8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H), 8. 47 (d, J=4. 9Hz, 1 H) , 8. 56 (s. 1 H) , 

8. 7 3 (s. 1H) 

MtftfHI (FD-MS, m/z) :4 65 (M + +l) 
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mmm2 o 9 

N- (3-^ h*>7at°Jl) -N' - {4- [ (6, 7-->V 
7x-Jb} OUT (2 4 5) 

6. 7-^^-4- (4-7i;7x;*i/) (5 lmg) £ 

b)lJ-> (5ml) IdHiilHU Mi?-;U7i> (1ml) £JO;Lrt:8U h 
'J7*xy> (54mg) «rtDix 2 #KHnaMSffi L R&mKZ-t 
-fut°)lTi> (0. 0 5ml) £J|D;U 1 2ftr<Z\Ua?mffiLfZo Kfomzstm 

*;UA/7-feh> (10/1) ■eJg^l-Si/ 1 ; 757^^7 7 A^DV h^77>f - 
fc«fc*>«*!U £Jl©ft&#te5 lmg, JRSP7 2 96-C»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 8 2 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H), 3. 50 (t, J=4. 5Hz, 
2H), 4. 03 (s, 3H), 4. 04 (s, 3H), 5. 65 (brs, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J = 8. 7H 
z. 2H), 7. 41-7. 55 (m, 4H), 7. 55 (s, 1 H) , 
8. 4 6 (d, J =5. 5Hz, 1 H) 
nmfttfm. (ED-MS, m/z) :411 (M + ) 

$mm2 1 o 

N- (2-^ h*->xf-;U) — N' - {4- [ (6, 7-*J/ h**>-4-* 
yj;l/) 7x-;l/} frU7 (2 4 6) 

6, 7-?yh*->-4- (4-7;;7x;4-y) +;>J> (5 2mg) £ 
hJlsL> (5ml) \zljQimMU b*)JL?-j\,7i> (lml) *Uo;Lfc8U h 
>J7**y> (5 4mg) £in;L % 3aiHHJDJ»iWfELfco Ri6«[lz3-y h*<> 
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x^;UT ^ > (0. 0 5ml) £?JD;i> 8 ftWlQf&j&M L tz 0 SlSttlclJai** 

A/7*h> (10/1) ■caBBtS*>y*y^*7A^o-7' h/57-( -K«k 
SffiSIU l*S<Dfl:£&£6 3m g. iR$9 l%Tf#fc c 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 3 6 (s, 3H) , 
3. 3 6-3. 5 3 (m. 4 H) , 4. 03 (s. 3 H) , 4. 03 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) » 7. 4 0 (s, 1 H) . 7. 4 5 (d, 
J = 9. 2 Hz, 2H) , 7. 5 5 (s, 1H) , 7. 92 (s, 1 H) , 8. 
4 5 (d. J =4. 9Hz, 1H) 

««##HI (FAB-MS, m/z) :3 9 8 (M + +l) 

H&0J2 1 1 

N- {4- [(6, 7-vV h*->-4-*/ U;U) - 
N / - (2-b°'J g^M f2k) frl^T (2 4 7) 

6, 7-^y h + «>-4- (4-7;;7x; + -» +;>J> (5 2 nig) £ 
h^i> (5ml) izUDfmmU h'JiW;> (1ml) r 
'J (54mg) £ Jo*.. 2 L fc 0 RiCtt^ 2 - fcT V ->OU 

y^;U7^> (0. 0 5ml) £JnjU 125T»^iiML/Co KfSfcKlfc&Tfc 
^ h y »>A**tt*Jn^ glFi?if-^T'2[n]}lfitiiL^W*KS^iafn^e*T- 

W7th> do/1) -zmffitzi/v*'fji>fi : 7i»?w? by?74-iz 
<k *> mm u mmvxt&mz 1 6 m g. jr^ i o o K-c»fc 0 

1 H-NMR (CDC 1 5 0 0MHz) : 5 4. 0 0 (s, 3H), 



WO 97/17329 



17 9 



PCT/JP96/03229 



4. 01 (s, 3H), 4. 58 (d, J=5. 5Hz, 2 H) , 6. 39 (d, 

J=5. 5Hz, 1H), 6. 66 (m. 1 H) . 7. 05 (d, J = 9. 2H 
z, 2H) , 7. 18 (m. 1H) , 7. 3 4 (d. J = 7. 9 Hz, 1 H) . 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 

1 H) , 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 
nm#Vm (FD-MS, m/z) :4 3 0 (M + ) 

mmm2 i 2 

N- [ (4- tert -^f^7x-^) **JV] -1ST - {4- [ (6, 7 
- >M h*->-4-*7 W £4^] 7x-;b} fruy (2 4 8) 

6, 7-^h + ->-4- (4-7i;7x; + v/) +yj > (50mg) £ 
Wbx> (5ml) icm^mmt. MJif-;l/7$> (1ml) ^jD^fc^ h 
(5 5mg) ^Jn^ 2#F B m*fcIML^o R^ftK (4-ter 
t-^f^7x-i) ^f-;b7^> (0. 0 5ml) £2)0*.* 1 2#F H TO&S«[ 
Lfco EiSttfcifcl***:*- h ?A7fcig&£7J0;i. ^x^;l/T'2lHl}fiaiLfc^ 

*U M?r^DD*;l/A/7-lr h> (10/1) -eJg&g-T -5 U rty^rt ? A 
^^^77^ -JCkOmSaU £jS©ft&4&l£2 3mg, W®2 8%X~mtz 0 

1 H-NMR (CDC 1 3 , 5 00MHz) : 6 3. 9 9 (s, 3H), 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H), 7. 20-7. 40 (m, 7 H) . 7. 52 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
(FD-MS, m/z) :48 5 (M + ) 
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mmm2 i 3 

N - {4 — [ (6, 7->V h*>-4-*y *±jS\ y^-M - 
N / - C 3 — bf U 'JJl/ =$-)V) VU7 (2 4 9) 

6, 7-v> h**>-4- (4-7;;7x^-» +yj > (5 2mg) £ 
h;Ux> (5ml) Kj!jn&i§&? U HJx*;b7S> (1ml) h 
•J7txy> (56mg) £;bO;U 2 ^ttUfclflt L fc e KJGftfc 3 — t° U Jl> 
y f-;U7 $ > (0. 0 5ml) £Jjd;U 1 2#P B m&S8fEL*:o 5l£ftlc^&7K 

Jl/A/T-t?h> (10/1) TrM^SvU^^^^A^ov -lc 

* H — NMR (DMSO-dg, 500MHz) :<53. 93 (s, 3H), 
3. 94 (s, 3H), 4. 34 (d, J=5. 5Hz. 2H). 6. 40 (d, 
J=4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1 H) , 7. 12 
(d, J=9. 2Hz, 2H), 7. 35 (m, 1 H) , 7. 37 (s, 1H), 
7. 50 (s, 1H). 7. 53 (d, J = 9. 2Hz, 2H) , 7. 72 (d, 
J=7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) . 8. 7 3 (s. 1H) 
JMbWftt (FD-MS. m/z) :4 3 0 (M + ) 

HS&PJ2 14 

N- {4- [(6, 7-y* h*->-4-*y 'J;1Q 7^x;U} - 

N' - U-fcTUv^Mf-dO frU7 (2 5 0) 

6. 7-v>y h**>-4- (4-7;/7x; + ^) *>"J > (5 2mg) £ 
h;Ux> (5ml) IwM&lfU h'Jx^;U7^> (1ml) £flD/L*:^ h 
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U7tX7-"> (53mg) £Jd;l. 2 WiUjafmM L tz a RjEMEC 4 - h° »J 
^ ^7 ^ > (0. 0 5ml) Ztia^ 1 2^iaanHMB(ELfco RJfcttlw&it* 

at* h »j *A**tt«n;^ i«if-^T2iafttfiLfcii«i*iffli*!g*Tf 

)IA/T*h> (10/1) T-Jggg-#--5>U^y^*5A^ov -\z 
■t^l?U Hg®ft&$l£4 0mg, JR^5 4%-e^/c 0 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 01 (s, 3H) . 
4. 03 (s, 3H), 4. 43 (d, J = 5. 5Hz, 2 H) , 5. 97 (m, 
1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H) , 7. 2 0 (d, J = 5. 5H z, 2H) , 7. 3 8 (s, 1 H) , 
7. 42 (d. J=8. 6Hz, 2H), 7. 54 (s, 1 H) , 7. 81 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) . 8. 49 (d, J = 6. 1H 
z, 2H) 

K«#flrH (FD-MS, m/z) : 4 3 0 (M + ) 
H»J2 1 5 

N- {4- [(6, 7 -'J/ h^>-4-*7'W 7 t -;b} - 

N' - [ (4-y^f;l/7;;7x-;l/) 7 ?•;!/) U7 (2 5 1) 

6, 7-^h + y-4- (4-7;;7x;*-» +>"J> (5 lmg) £ 
h;Ui> (5ml) Kfln&Z§ft?U HJi*;U7$> (1ml) £flD;lfc8U h 
U7txy> (55mg) £Jn;U 2 ^jfJDl&BM L fc 0 KJEttfc (4-i^f- 
;l/7;;7i^) 7^7 ^> (10 4mg) *in;U 1 2»MflDaijMftLfco 

na*;UA/7-t? h > (10/1) -eM^'5^ , J*^l'^5A^ov 
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*H-NMR (DMSO-dg, 5 0 0MHz) :<52. 87 (s, 6 H) , 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d, J=5. 5Hz, 
2H), 6. 4 0-6. 4 3 (m, 2H), 6. 70 (d, J=9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2H), 7. 14 (d. J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

mmfttirm (FD-MS, m/z) :4 7 2 (M + ) 

mmm2 1 6 

N- {4- [ (6, 7-v>y Y*i/-A-*J l jJl) **r : A 7x-i) - 
N' - (3, 5-v>'-hD7x-/b) (2 5 2) 

6, 7-i>V h + ->-4- (4-7^7xy + y) +7 'J> (5 4mg) £ 
h;bi> (5ml) lCflD8&j$jS?Lfc&> 3, 5->'-ho7i-M7y7^- 
h (8 1mg) 2 0»iSILfco ? o o *;UA/7-t? 

h> (10/1) ■eJggai-'S^U^y^^^A^nv h/77^ -ICkOflSSlL^ 
mmvit&VlZ 5 3 m g > JRSfS 5 7 %T*#/c 0 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s. 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz. 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 7 3 (s, 1H) 

»l»fft(FD-MS, m/z) :5 06 (M + +l) 
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mmm2 i i 

N- (j/gn'vfri/JlO — N' - {4- [(6, h*->-4-4V'J 
;1Q ^7ix7 (2 5 3) 

6, 7-v^ h + (4-7S J 7xy + » > (2 0 Omg) 

£h;bx> (5ml) KJMIMgfcLfclk i/^D^->Mvm-h 
(3 4 Omg) 8 0-9 0*C-e3 0»fflftLfc o Rl£SftJw**aD 

■)A-e^Lfco ®EET&&£S£U ^^ooW7th> (10/ 
1) TJg^tS^U^y^^^A^DT -fc*&fl«U se©^ 

^210mg, iR^7 4%-em7to 

X H-NMR (CDC 1 3 , 500 MHz) : d 1. 11-1. 22 (m, 2 
H) , 1. 34-1. 4 6 (m, 2H), 1. 5 6-1. 66 (m, 2 H) , 
1. 68-1. 78 (m, 2H), 1. 9 6-2. 0 5 (m. 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6H), 4. 58 (d, J=7. 9H 
z, 1H). 6. 36 (s, 1H), 6. 46 (d, J=4. 9Hz, 1 H) . 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2H) 
, 7. 42 (s, 1H), 7. 56 (s. 1 H) , 8. 48 (d. J=4. 9H 
z. 1H) 

K*#tFHi (FD-MS, m/z) :421 (M + ) 
HJ60J2 1 8 

N- (3, 4-;7^D7x-;^) -N' - {4- [ (6, h*-> 
-4-^yj;l/) 7x-^) frb7 (2 5 4) 

6, 7-->V h*v-4- (4-7;;7x; + -» +yj> (5 Omg) £ 
h;l/i> (5ml) lcfln&?§fl?U MJx^7$> (1ml) h 
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'J7*xy> (5 5mg) SrflD/U SftffijQ&MMLtio Slt^3. 4-/7 
)\,*nT-*)y (6 6mg) ZjjaA.^ 20&NimmMmitZo 

A/7* h > (1 0/1) T"gB§t£'>'J#y;l//7 5A?D^ h^7-f -KJ; 

1 H-NMR (CDC1 3 , 500MHz) : 6 4. 0 3 (s, 3H), 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 9 6- 

7. 0 2 (m, 1H), 7. 0 2-7. 1 0 (m, 1H), 7. 11 (d, J = 

8. 5Hz, 2H). 7. 41-7. 45 (m, 2H). 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s, 1 H) , 7. 74 

(s, 1H) , 8. 4 4 (d, J =5. 5Hz, 1 H) 
KS##HI (FD-MS, m/z) :45 1 (M + ) 

HMI2 1 9 

N- (2, 4, 5 - h'J7;^P7x-;b) — N' -{4- [(6, l-V* 
h4y-4-t;'J^) 7xz;l} frU7 (2 5 5) 

6, 7-vM h + i/-4- (4-7;;7x^-» +y U > (5 0mg) £ 
h>»l/X> (5ml) Hjx^UTi> (1ml) £flD;tfc&. h 

•J7t^"> (5 5mg) £flD;i> 3^Pa1j!JDl^3B^Lfco RfSttlc2, 4, 5- 
hU7^D7-'J> (75mg) £Jn^ 20^PMi8ILfco RiBttlcft 
U«>A*«ftt*lD^ K»xf-^-e2lsHllltiJLfc»WaUl*ISRl« 

□ + ;UA/7-i?h> (10/1) T*m$frtZ > 'J iifhii^W av h /57^ 
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1 H-NMR (DMSO-dg, 5 00MHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 6 2-7. 7 0 (m, 1H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H) . 9. 2 3 (s, 1 H) 

li^ffi (FD-MS, m/z) :4 6 9 (M + ) 

H»J2 2 0 

N- (2, 4, 6- YV-J)\,*W7 3.-)V) — N' - {4- [ (6, 
h^>>-4-^yj;U) ^->] 7*-)l>] OVT (2 5 6) 

6, 7-v?> h**>-4- (4-7;;7x; + -» > (5 Omg) £ 

MUx> (5ml) fcJnl»»*?U h'Jx^;U7^> (1ml) £Jo;Lfc&. h 
U7*xy> (5 5mg) £fln;U 3#Rm*fcgML£ 0 Sfci£fc2, 4, 6- 
h';7;Wo7^U> (7 5mg) £fla;i> 2 0 tfRSMftSSfE L fz a Kfomzm 
Wkmi- b U ^AtK^^Jd^ ^i^^T'2lHlfttiiL^^W^^iafD^ 

a*;UA/7-t? h> (10/1) -eJg^t-Si/U^^^^A^ D^f 
-tw«k£ifiiS5!U aS©|t^«3 7mg. 7%T'i#£ 0 

1 H-NMR (DMSO-dg, 500 MHz) : S3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J = 8. 6Hz, 2H). 7. 29 (t. J=8. 6Hz. 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 
8. 07 (s. 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 14 ( s . 
1H) 
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RS##tM (FD-MS, m/z) :4 69 (M + ) 

nmw2 2 1 

N- (2, 3, 4-h'J7MD7x-i)-N' - (4- [(6, 7-i?/ 
V *:;-A-*; 'J;lQ Z±=jj ^LZ (2 5 7) 

6. b*is-4- (4-7;;7x; + -» 'J > (5 0mg) £ 

(5ml) fcJnfl&»JJ¥U HJx*;U7^> (1ml) £2u*.fc8L h 
'J7txy> (55mg) £flD;U Z&tiSmi&j&ffiLtzo Rfcmz2. 3, 4- 

h'j7Mo7^'j> (7 5mg) £jn;u 2 0ftmmt&ismitz o R&mtz&i 

n*M/7th> (10/1) T-jg§ai--5 >'J^y>'U^7A^n y' 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d. 
J = 8. 6Hz, 2H) , 7. 2 5-7. 3 3 (m, 1 H) . 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 85-7. 92 (m, 1 H) , 8. 47 (d, J=5. 5Hz, 1 H) . 

8. 73 (s, 1H), 9. 2 1 (s, 1 H) 
It^ffKFD-MS, m/z) :4 6 9 (M + ) 

HJ6PJ2 2 2 

N - (2, 5- : Jt h^->7x~;U) -N' - (4- [ (6, h*-> 
-4-*yj;lQ -7U7 (2 5 8) 

6, 7 h + «>-4- (4-7;;7xy + -» */'i> (5 6mg) £ 
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Yhx-y (5ml) \zmtmMU h»Jx*-;W7$> (1ml) £JD*.A:&, h 

•J7*xy> (66mg) ^Jn^> 3^Jn^i5ftLfco SfcT>®ic2, 
h*>7x l ) > ( 1 0 2 m g ) £iD;L> 1 0 £HUnftS* L fco RlCttCftK* 

;l/A/7-tr h > ( 1 0/1) «t ^ ^ 'J 7 A ^ o v h ^7 7 ^ -l: 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 3. 68 (s, 3H). 
3. 78 (s, 3H), 4. 02 (s. 3H) , 4. 05 (s. 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J=3. 1. 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) . 7. 52 (d, J=9. 2Hz, 
2H) . 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
M£*rtt (FD-MS. m/z) : 4 7 5 (M + ) 

mmm22 3 

N- (3. 5--^ h^^7x-;l/) -N / - {4- [ (6, 7-?/ h*-> 
-4-^yj;U) **vQ 7*xd,} »7l/7 (2 5 9) 

6, 7-S?y h*->-4- (4-7;;7x; + -» +y U > (5 3mg) £ 
h*x> (5ml) tc;!jQ&&a?U h'Jxf-;l,7^> (1ml) &1mA_tz^ h 

'J7txy> (i o img) zm?L, A^wmmttzo R&mzz, 5-v 

^ + ->7-'J> (62mg) £ Ha*.. 1 3 timtamMM L fc Q KlfcttfcRIfck 
h U «> A7k»tt*JD^ ftttx^;H?2@«iaiLfc«W«S*iaiD^fi*T 
ft&U ^tKW^- h 'J 7A«L^ 0 &JETig&£Si£U do* 
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W7-bh> (10/1) T'mffltZ t s i )* J fJl'*7J*?v? -{c 
«fc*)*fHHU iM^8 5mg, W 1 0 0 %-C*§fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 73 (s. 6H) , 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

(FD-MS, m/z) :4 7 5 (M + ) 

HWJ2 2 4 

N- (2, 3--^7MQ7x-;l/) -N' - {4- [ (6, 1- : J* h*i/ 

^->3 7i~;H 9 1/7 (2 6 0) 
6, 7-v>V h*>-4- (4-7;;7x;+-» +>"J> (5 0mg) * 
(5ml) KJnft&ftU MJiW;> (1ml) h 
'J7*x>r> (5 5mg) 3#R»^aftLfco Rl6««c2. 3-v7 

;^oT-«;> (5 1ml) £fln;U 2 0^JDn|6ftjl«tL^o KJS&fc^!fcK3l 

h> (1 0/1) T-Jg^^V'J^y^^^A^DV h?77^ -|C«fc 

e)»«U %M(D<t&®£ 6 Omg. JR^7 9%T'#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 02~ 
7. 0 8 (m, 1H) , 7. 11-7. 1 9 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H) . 7. 39 (s, 1 H) . 7. 52 (s, 1 H) . 7. 59 
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(d, J=9. 2Hz, 2H), 7. 94-7. 99 (m, 1 H) . 8. 47 
(d, J=4. 9Hz, 1H). 8. 78 (s. 1 H) , 9. 25 (s, 1 H) 
M#*HI (FD-MS, m/z) :451 (M + ) 

HWJ2 2 5 

N- (3, 5-y7^tQ7x^) -N' - {4- [ (6, b±* 
-A-*J W y^-Jl) t>VT (261) 

6, 7-*J* h*is-4- (4-7;;7x;*-» *>"J > (50mg) £ 
h^i> (5ml) IZtiam&mU h'Ji^;U7$> (1ml) ^Jn^.fc^ h 
•J7**y> (5 5mg) Ztiaz.^ ZftffimmMMltZo RfofcizZ, 5-i?7 

^to7-'j> (6 6m g ) 2o#mmmmmLtzo ^.mm^mm^m 

h> (1 0/1) -eJg^£v/'Jrty;U*7 7A?nv -{C«k 
*)ffS¥U £S©ft£&£4 9mg. JR*6 4%-e»^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 6. 45 (d, J=4. 9Hz, 1H), 6. 7 5- 
6. 8 3 (m, 1H), 7. 1 6-7. 2 6 (m, 4H), 7. 3 9 (s, 1 H) 
. 7. 52 (s, 1H), 7. 59 (d. J=8. 6Hz, 2 H) , 8. 47 
(d, J=4. 9Hz, 1H), 8. 99 (s, 1 H) . 9. 12 (s, 1 H) 
H«##fll (FD-MS, m/z) :45 1 (M + ) 
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N- (2, 3, 6- HJ7;M-D7^-;l) -N' - (4- [(6, 7-->V 
Y*v-4-*J 7x-;H -71/ 7 (2 6 2) 

6, l-'J* h*->-4- (4-7;;7x;+y) U > (50mg) £ 
h;Ui> (5ml) lcJo&i§a?U M;x*-;b7S> (1ml) £j&D;l*:&. h 
•J7*xy> (55mg) Zfiaz.. 3#r H TOfcIfttUc 0 SJCttK2, 3, 6- 
h'j7Mo7-'J>(5 3ml) £JJD* N 2 O^HJDJ»il«ELfco SJSttlcR 
**** h 'J *A7Jq§&£Jd;U B«xf-AT?2@ttmLfea»IMI*l»dA* 

o*;bA/7-fer> (10/1) 1?BHt« 5"J *m 7 A ^ dt h^? 7 -f 

^ H — NMR (DMSO-dg. 5 00MHz) : <5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 1 5~ 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m, 2 H) . 7. 5 2 (s, 1 H) 
, 7. 5 9 (d, J =8. 6H z. 2H) , 8. 4 1 ( s, 1 H) , 8. 4 6 
(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 
nnftmm (FD-MS ( m/z) :4 69 (M + ) 

^6f6^J2 2 7 

N- (2, 6-?7JltQ7x^) -N' - (4- [ (6, 7-S?y h*»> 
-4-*yp;U) Jr*^7s.-M (2 6 3) 

6, 7->V H + 5/-4- (4-7;;7x; + -» V > (5 Omg) £ 
(5ml) *iJP*l*»Lfc^ 2, 6-y7WD7x^KV->7* 
-h (10 4mg) £flD;i. 3 0*MHnJ»flBlELfco tPftb LT£fc£i|£8IfcU 
h^>rifc#^£-£K<fc!)^©ft£&£5 7mg. iR^7 4%T^ 0 
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1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H). 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H) , 7. 2 8-7. 3 8 (m, 1H) , 7. 3 9 (s, 1 H) 
, 7. 52 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 15 

(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 

5t*#tfHI (FD-MS, m/z) :45 1 (M + ) 

H»2 2 8 

N - [2, 5-b'X (MJ7WoyH) 7x£4j — N' - {4- [(6, 

h^y-4-^/'J^) y *-Jl} -)U7 (264) 

6, 7-9V h4->-4- (4-7;/7xy*-» +;»J> (5 Omg) £ 
bJl^> (5ml) K2)D!fei§ft?U F'JxW;> (1ml) ^^fc^ h 
U7*xy> (55mg) ^-*DX-> ZAmaMMWLltZo KJfcffiz2, 5-h v X 
(h'J7;^o^f;b) T-U> (7 9ml) Ztiax., 2 O^IHWDJIWI«ELfco 
SiSfe&gfcTk^ h 'J *A*»«£iD;U #»xf-^T2lHl»mLfc«W*JI 

&mt?nu*JlA/T*h> (10/1) T'Jg^l-S^'J^y^^^A^ov 

X H-NMR (DMSO-dg, 500 MHz) .6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3 H) , 7. 95 (d. J=7. 9Hz, 1 H) , 

8. 38 (s, 1H) . 8. 4 6-8. 52 (m, 2 H) , 9. 7 0 (s, 1 H) 
li^i(FD-MS, m/z) :55 1 (M + ) 
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H»J2 2 9 

N- (2, 4-i>* Y*c : s7 j--)V) -N' - {4- [ (6, 7-vV h*-> 
-4-*/'J;lQ 7i-i) frU7 (2 6 5) 

6, 7-vV h + i/-4- (4-7;;7xy + y) *>"J > (5 lmg) £ 
hJl^y (5ml) izlmimmU h'Jxf^7;> (1ml) ^JD^.^ h 
•J7*xy> (72mg) £fln;U 3#P a «&i§d£L*: 0 2. 4-vV 

h+->T-u> (60m g ) ^*n^ i ift®mmmMUz 0 %.&mc&m7km 

+ h U $A**tt*J]DiU i^Ki^^-e2IsI}*{liLfc^W«®^iaft]^[7K^ 

A/r-fe h> (1 0/1) T-Jg&rr 5'>'J*^7A?D7 -lc«fc 
t)i^U »ft^4 4mg, iR^5 3%T'^/c 0 

1 H-NMR (CDC 1 3 , 500MHz) : <5 3. 74 (s, 3H), 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 4 4-6. 5 1 (m, 3H) . 7. 0 6 (s. 1 H) , 7. 1 2 (d, J = 
9. 2Hz, 2H), 7. 43 (s. 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J=5. 5Hz, 1H) 

Si^lfrl (FD-MS, m/z) :4 7 5 (M + ) 

H»J2 3 0 

N- (2-^nD7i^) -N / - {4- [ (6, l-Vt h*->-4-* 
JV)V) *±t/} 7x-ib> ^1/7 (266) 

6. 7 -5>y h^>- 4 - (4-7U7x; + -» +y U > (5 2mg) £ 
h;Ux> (5ml) K2)D&?§ft?L/^ 2-^oo7x-Mvm-h 
( 0 . 0 5ml) *fln*s 3 0 ftfflmmMffi. L fz a Kfcfefe* '7vu*)\,l./t 
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-t? Ys (1 0/1) T'MffltZi'Vf] J fJl<Jl?^?a^hr77j - K £ *) If $ 
U SM©ft£$)£6 4mg N JR$8 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 1 (s, 3H) , 
4. 05 (s, 3H). 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2H), 
7. 26 (dd, J=7. 3. 7. 9Hz, 1H), 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz. 
1H), 8. 37 (s, 1H), 8. 50 (d. J=5. 5Hz, 1 H) 

M##HI(FD-MS, m/z) :4 4 9 (M + ) , 451 (M + +2) 

mmm2 3 1 

N- (3-^aa7x-;U) -N' - {4- [ (6, h*->-4-4- 
yjjjlQ 7x-;b} OUT (2 6 7) 

6, 7-vy h**>-4- (4-7;;7i/ + y) 4/'J> (52mg) £ 
h;l/oi> (5ml) iztiammmitz'&. 2-^DD7x-HVy7*- h 
( 0 . 0 5ml) Ztia^ 3 0 ^JniiiSM L tz 0 * n o A/7 

■b h> (i o/i) T*mmtz is <) ijyjitjj ? j*? a-? \> r ? ? < -\z£<om$i 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 3. 98 (s, 3H), 
4. 0 3 (s, 3H) , 6. 4 1 (d, J =4. 9 Hz. 1 H) , 6. 9 9 (d, 
J=7. 9Hz. 1H), 7. 09 (d, J=8. 5Hz, 2 H) , 7. 16 

(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 

(s, 1H), 8. 13 (s, 1H), 8. 14 (s, 1 H) , 8. 44 (d, 
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J=5. 5Hz. 1H) 
KS#8Ht (FD-MS. m/z) : 4 4 9 (M + ) . 45 1(M + +2) 

N- (2, 3-?> h*j/7x-;U) -N / - {4- [ (6, 7-vV h*»> 
-4-^y'J;U) 7x-il/) >7ix7 (2 6 8) 

6, 1- : J/ h*'s-4- (4-7$ J 7x; + y) +;>J > (5 2 m g) £ 
h^x> (5ml) lcfln&igft?U h'Jxf-^7$> (1ml) fcto^fcfk h 
■J7*xy> (7 4mg) %tia?Ls ZftmmmMfftLtZo fcfcmz2, 3-vV 

h+«>7^u > (o. 0 5mi) ^jn*.. i iftmmm&wiifco Rmm^mm 

*;UA/7-feh> (10/1) T8BltS'> , J*m7A?Dvh^77'f- 
Jw«kt)mi!!U »®{bm8 3mg. ©1 0 0 %rmti Q 

* H — NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H), 4. 02 (s, 3H), 4. 05 (s. 3 H) , 

6. 46 (d, J=5. 5Hz, 1H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz. 
2H), 7. 58 (s, 1H), 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d. J=5. 5Hz, 
1H) 

Sffi##rfil (FD-MS, m/z) :4 7 5 (M + ) 
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HJ6PJ2 3 3 

N- (4-fc Ka^->7x-^) -N' - {4- [ (6, 7- : J* h*->-4 
Z±ZUkl **±} -7 3--M frU7 (2 6 9) 

N- (4— 'O5>;M-*S'7*-d0 -N' - {4- [ (6, l-'J* h*-> 
-4-+y | J^)^->] 7x-;H 7 1/7 (228mg) ^N, N-y/i-Jl 
*M7; K/lfflfcxf-A (1 5m 1/2 0ml) fc»»U h'Jx^;U7^> 

(4ml) fcjuifcau 2 O^Tkitfb'^v^A (i. i8g) fcibn*. **# 

x^i^mt'l 5Mit^Lfc 0 ra^7-f h6iiU Sflfc&WlSL*: 
&> j|S^^Dn^A/7th> (10/1) -egH-5 u 5'>y*Y;l'*7A* 
ovh/77>f -{c<k»3fS5S!U mM<0<t&&l£l 8 8mg. JR^l 0 0%Ti 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 98 (s, 3H), 
3. 99 (s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 6. 68 (d. 
J=8. 6Hz, 2H), 7. 21 (d, J=8. 5Hz, 2H), 7. 22 
(d, J=8. 5Hz, 2H). 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1H), 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s. 1 H) 
SfkfttfrtiH (FD-MS, m/z) :431 (M + +l) 

HJfe012 3 4 

N- (4-7-fe h^y/?^-;!/) -N' - {4- [ (6, l- ! Jjt h*>-4 
-*JV)V) 7x-;b} frl/7 (2 7 0) 

N - (4-fc Ko*->7*-;W -N' - {4- C (6, 7-v>Vh*i/-4 
-*7'J;U) 7i_jH (4 7mg) Z&it/l-U^ (6ml) 

fc«#PU h 'JiW; > (2m 1) *Jdx.A:«> *&7K#K (0. 5ml)* 
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&&Lfc 0 «ET*IK*fS*U Si^?oD*W7tF> (10/1) T- 

3 5mg> iR^6 8%T"*§fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 2. 31 (s, 3H). 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 43 (d, J=5. 5Hz, 
1H). 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z. 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2H) 
. 7. 4 0 (s, 1H) , 7. 4 5 (d, J = 9. 2Hz, 1 H) , 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d. J=4. 9Hz, 1 
H) 

mmfiftm (FD-MS, m/z) :4 7 3 (M + ) 

N - (3, 4, 5- my h^->7x-;l/) — N' - {4- [ (6, 7- : J/ 
h4->-4-4;'J^) *4->3 7x^} frl^7 (2 7 1) 

6, 7-v^ h*i/-4- (4-7;;7i;+y) *7 l> > (52m g) * 
Y)lx.y (5ml) JCjo«t»»Lx h'iiW;> (1ml) *jD*fc8U h 
'J7*7^r> (6 6mg) £flD/U 2 ^IBHJDiWt«E L r^o R£ifc*w3, 4, 5- 

h + v/T-U > (7 6mg) £tlD;i. 1 9^3ta*bSifELfco 
Tfc^ h U *A7kigfc£flO*-> ^Kif-^T'2@}ftmL^W«S«:tSft]^g7k 

*)lA/7* h> (1 0/1) TJgga-rS '>'J*W5A?n7 ^77>f - 
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H-NMR (CDClg, 5 0 0MHz) :63. 81 (s. 6H), 
3. 83 (s. 3H) . 4. 02 (s, 3H) . 4. 05 (s, 3H) , 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s. 2H), 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (b r s, 1 H) , 

7. 48 (d, J=8. 6Hz, 2H), 7. 57 (s. 1 H) , 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz, 1 H) 

(FD-MS, m/z) :5 0 5 (M + ) 



HWJ2 3 6 

N— (2, 4-^7JU^-o7 J :.r.^) -NT - {4- [ (6, 7-v>V 
-4-*yj;l/) **>j 7*-M VlsT (2 7 2) 

6, 7-5*y h*>-4- (4-7;y7x; + y) +;»J> (1 0 Omg) 
£h;l,x> (10ml) IcJd.^)SL^> 2, 4->'7Wd7x-;KV-> 
- r (12 0ml) £:&a;U 3 0 5>Pa1tD^@M L tz a LT§ /c£H,£« 
h^>T'Z5fe^tSCilcJ:*)^©^^l 2 8mg, TO8 4%T 

H-NMR (DMSO— dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 7. 0 3- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2 H) , 7. 28- 
7. 35 (m, 1H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2 H) , 8. 05-8. 12 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 52 (s. 1 H) , 9. 15 (s, 
1H) 

nmavm cfd-ms, m/ 2 ) :45i (m + ) 
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N- (2, 5-v?7Mo7x-;b) -N' - {4- [ (6, 7 -'J/ h**> 
-4-^y»J>>U) 7xx;b} 7 1/7 (2 7 3) 

6. 7->M h + ->-4- (4-7;;7x^y) +yj > (1 0 Omg) 
£h;Ux> (10ml) iCiB^WL^ 2, 5-i?7^n7xiMV-> 
TZ-Y (12 0ml) £flQ;U 3 0 £NDDftfi% L fc„ *fHJ LTtfcjSfi** 
flKU h -6 CtC J: 0«B©<b^*l 3 2mg, iR^8 7%T< 

* H-NMR (DMSO-dg. 500MHz) : 6 3. 94 (s, 3H). 
3. 95 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J = 9. 2Hz, 2H), 7. 2 7- 

7. 33 (m, 1H) , 7. 40 (s, 1 H) . 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

WftftffiHS (FD-MS, m/z) :45 1 (M + ) 
H&0J2 3 8 

N- (4-7;;-2-^op7x^) -N' - {4- [ (6, l-'J* Y 
*>-4-*7UJU) *±i/] 7x-;b) 7U7 (2 7 4) 

N- (4-?no-3--ho7x^) — N' - {4- [ (6, l-'JM h 
+ , >-4- + >"J;l') 7x-M "7U7 (15 Omg) £?na*;UA 

(1 Oml/l 3ml /3ml) Kfcfl¥U ^*8E&:>- h U •> 
i» (5 0 1mg) £2!nx.> 6 0^X5 0#Ra8£#L*io 9 o o*;bAT*2le]!!& 

aiL^wa)i*fiafp^e*T^Ls ^*i^HJ*ATft«Lfco meet 
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»H£s*u nm*?vu*)\si*/T*vy (io/d T-mmtzi/vfif 

1 H-NMR (DMSO-dg, 5 0 0MHz) :63. 9 4 (s, 3H), 
3. 94 (s, 3H), 5. 14 (b r s, 2H). 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s. 1 H) , 7. 48 (d. 
J=8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J=8. 5H 
z, 2H) , 7. 83 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) , 
9. 1 0 (s, 1H) 

SiMl (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + +2) 

$mW2 3 9 

N- {4- [(6, 7-^h^'>-4-^yj^) 7x-;b} - 

N / - [2-xh4^^;^-;i/7x-^] "71/7 (2 7 5) 

6, l-Vt h + i>-4- (4-7;;7x^^) +y 'J > (1 0 Omg) 
£h;Ui> (10ml) icfln&jgJBU hV^JlTiy (1ml) £flD;i*:&. 
h»j7^-x^f> (10 Omg) £fln;U 2 ^JffllMBfE L feo RJ&ttfcif-^- 
2-7iy<>yx-h (8 4mg) £Jjn;U 2^Bajn«ffl*Lfc 0 EJttffcfcft 

u*;UA/7-feh> (10/1) T-Iga 1 5 'M * 7 A ^ o ? h ^7 7 >f 
-lwi»3«S8U »ll:^8 6mg, JR^5 2%-e?#fco 

1 H-NMR (DMSO-dg, 90MHz) : 6 1. 37 (t, J=7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s, 3 H) , 4. 38 (q, J=7 
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Hz, 2H), 6. 47 (d, J=5Hz. 1 H) , 7. 1-8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d. J=5Hz, 1 H) , 
9. 9 2 (s, 1H), 10. 10 (s, 1H) 
ffSftfftt (FD-MS, m/z) :48 7 (M + ) 

IUfe0J2 4O 

N— (2-^ -N' - {4- [ (6, 7-vV h*i/-4 

Z±Z1M *j±] Z^ikl (2 7 6) 

6, 7-i^ h + ->-4- (4-7;;7x;4y) * J U > (1 3 lmg) 
£Wbx> (13ml) Icj&a&rgjgU h'Ji^;bT$> (2. 6ml) Ztiaz. 

YV7**>fy ( 1 5 2 m g ) SrJjQ*.. 2 £ffltnM£% I tz Q KfofllK 2 
-yf-;l/f-^7-U > (0. 11ml) £2JD/U 1 0ftffl1mM&Wllti o fcfcfc 

^?notw^/7t^ (4/1) T'gga^-s^'j^y^^^A^DT 

1 H-NMR (DMSO-dg. 5 0 0MHz) .62. 5 0 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3H) , 6. 51 (d, J=5. 5Hz, 
1H), 7. 08-7. 15 (m, 1 H) . 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s. 1H), 7. 48 (d, J=7. 9Hz, 1 H) , 7. 58 (s. 
1H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d. J = 7. 9H 
z. 1H), 8. 24 (s, 1H). 8. 53 (d, J=5. 5Hz, 1 H) , 
9. 6 1 (s, 1 H) 

®S##fM (FD-MS, m/z) :461 (M + ) 
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mmm2 4 i 

N- [3, 5-bfX (m7Mo/f^) 7*-)H -N' - {4- [ (6, 
7-^ U;b) 7x-;b} ^7 (2 7 7) 

6. Y*i/-4- (4-7;;7x; + -» >J> (5 0mg) £ 

h;l,jc> (5m I) h >Jx^;U7 ^ > (1ml) £Jn*rt:SL h 

•J7*xy> (55mg) £Jn;L, 3£ISHn#fciB»EL;fco jRft*&K3, 5 - t°X 
(h'j7WD^f;l,) 7-'J> (116mg) £2)0*., 2 OOTta&MLfco 
Rjfrftfc&i&kS* h U ^AtK^^JD^ ft»xf-;UT?2lsiaiBL^:«^«Ji 

»^on^V7th> (10/1) Tjg§^£ >U ^^^i^n-r 

1 H-NMR (DMSO-dg, 50 0MHz) : 53. 93 (s, 3H) , 
3. 94 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H), 7. 23 (d, 
J = 9. 2Hz, 2H). 7. 39 (s. 1 H) , 7. 51 (d, J=9. 2H 
z. 2H), 7. 62 (d, J=9. 2Hz, 2 H) . 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1 H) , 

9. 4 3 (s, 1 H) 

M£tfr*l (FD-MS, m/z) :551 (M + ) 

f!lfcfll2 4 2 

N — (3-^DD7-oh°;b) -N / - {4- [ (6, 7-^/ h**>-4-* 
*4^J 7x-;l) our (2 7 8) 

6, 7-^y h + >-4- (4-7i;7x;*^) +y«J > (5 Omg) £ 
h;l^> (5ml) Iztia&mML h'JxWi> (1ml) £SD*_fcSU h 
V7t7f> (5 5mg) £Jjd;U 3^Snlfefi^Lfco Rfomz3-?uazf 
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nb°;UT-'J> (6 6mg) £Jn;U 2 0#miKimj&Mltz o £fS&K&K7kf?l 

£U MTkS&SJ^ h 'J-7Af«filLfcc MET&&£SifcU gM^Dt^ 
A/7* h> (1 0/1) T~mffltZi' , )*YJl'i]7J*?a-?hyy7j -\z± 

<ommu mmoit&<®}Z2 6mg, jr$3 7%rmtz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 51. 87-1. 94 (m, 
2H), 3. 20-3. 27 (m, 2H). 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s, 3H), 6. 29 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1H), 7. 14 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1H) , 7. 50-7. 55 (m, 3 
H) . 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

mmftffim (FD-MS, m/z) : 4 1 5 (M + ) 

mmm2 4 3 

N- {5- [2- (4-7;M-p) -J*J**A -b''J^} — N / - {4- 
[ (6, 7-v*y h*->-4-*7 7x-;l) 2-LZ (27 9) 

6, 7-v?> h + >-4- (4-7i;7i; + y) +/'J> (53mg) £ 
h^x> (5ml) Icflni^U h'Ji^;UT$> (1ml) £tD;Lrt:SU h 
'J7*7f> (58mg) *mz-, 4£ffltiamMMLti 0 Rl&mz5-Tiy- 
2- (4-?;M-n) 7 i ; + yb°'J^> (9 5mg) £2)0*.. 1 95^Jta*faI 

mttz 0 fcj&m\z&m7km->- h u ^atk^^^d*.. mm^^x^WiULfz 

S£U SM?DDtW7th> (10/1) ~emffitZ'>*)iJ>fJl>ii7 
2*9 u^r -lw<fct)flSaU mmvit&VnZl 4mg N JR^7 9%Tf§ 
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1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 

3. 95 (s. 3H) , 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d. 
J=8. 5Hz, 1H), 7. 12-7. 24 (m. 6 H) , 7. 38 (s. 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 

8. 01 (d. J=8. 6Hz. 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9 Hz, 1 H) , 8. 7 7 (s, 1H), 8. 8 9 
(s, 1H) 

mmftVim cfd-ms, m / z ) :5 2 6 cm + ) 
mmm2 4 4 

N- {4- [(6, 7-^ht->-4-^yjil/) ^i/] y^-M - 
N' - (3-^^f;b7;y7x-;l/) (2 8 0) 

6, 7-v>> h + ->-4 - (4-7;;7x7 + y) *>"J > (5 2mg) £ 
h;bx> (5ml) Kfln&fcJBU h'Jx^;U7^> (1ml) £jQ*.;fc8U h 
'J "7 txy"> (55mg) £Jn;L N 3£Miina&l»Lfco M:3-^yf;b 
TxJ7-ny (69mg) tlnax.. 1 2 afflitn&igft L ^ D RJCftlc^itek* 

A/7-t?h> (1 0/1) T'g§§t--5'> , J^y^^7A^Dvh^7 7^ -led; 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 9 2 (s, 6H) , 

4. 01 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d. J=4. 9Hz, 
1H), 6. 48 (d. J=8. 6Hz, 1 H) , 6. 56 (d, J = 9. 2H 
z. 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 14 (dd, J = 7. 9. 8. 5Hz, 1 H) , 7. 35 (s, 1H), 



WO 97/17329 



204 



PCT/JP96/03229 



7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H), 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d. J=4. 9Hz. 1 H) 

S«#*fli (FD-MS, m/z) :4 5 8 (M + ) 

mmm2 4 5 

N- (2-b F'o^->7x-^) -N' - {4 - [ (6, 7-^h^y-4 
U;lQ 7^-;l/} frU7 (2 8 1) 

6, 7-iM h*->-4- (4-7U7 i ; + -»+yj> (1 0 5mg) 
£h;l,x> (10ml) lCjDjRj§U?L> b*)^Jl7i> (2 m 1 ) *jD*.fcft,» 
MJ7*xy> (1 18mg) £7JD;L> 2#ra&3MLfco RJS^2-7^ 
;7x;-;K77mg) £flo*.. 1 O^jD^iSML^o KJ&Jfcic&»**:*- 

&&5iiU 3?®©>fb&#l£8 6mg N )R^5 6%T-£fc e 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) . 6. 73- 
6. 8 8 (m, 3H) , 7. 2 0 (d, J =8. 6Hz, 2H) , 7. 39 (s, 
1H), 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1 H) , 8. 4 7 (d, J = 
5. 5Hz, 1H), 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

Hfi5>tfffit (FD-MS, m/z) :431 (M + ) 
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HWJ2 4 6 

N— (3-fc Kp*->7^-;U) — N' - {4- [ (6, l-'J* h*>-4 
z jVJMQ j^>j (2 8 2) 

6, 7-v>V h + >-4- (4-7;;7x; + -» y (1 1 5mg) 

£h;ljc> (12ml) CtHftttltU hO^JlTi > (2ml) £J|D;Lfc8U 
hU7*xy> (113mg) 2^HJDf»jBSELfco ££&tw3-7$ 

y 7 * y - ;b ( 7 3 m g ) £fln*. x 10 ^MtDlMm L £ 0 KlSiftlw&IfeK*:*- 

£&5i§U »ll:»9 5mg, OT6 0%TWc o 

1 H-NMR (DMSO-dg, 5 00MHz) : 5 3. 94 (s, 3 H) , 

3. 95 (s, 3H), 6. 35-6. 42 (m, 1 H) , 6. 44 (d. J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1H), 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s. 1 H) , 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) . 8. 73 (s, 1 H) , 
9. 3 1 (s, 1H) 
li^ffl (FD-MS, m/z) :43 1 (M + ) 

N- (3-bKD^->W-;l/7x-;l/) -N' - {4- [ (6, 
h^->-4-^y u-;u) 7^-;u} ^i/7 (2 8 3) 

^Sfe^Jl 9 7T"i/:N- (3-xF + y*M^7x_^) — N' - {4- 
[(6, 7-^yF + y-4-+yj^)^+^] 7x^;H 7 1/7(19 0 
mg) (3ml) tw&J£U 3 5 %imitti 0 7 A^k^ (5ml) 
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3 8 %-e'&tio 

* H — NMR (DMSO-dg, 500 MHz) : S3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 38-7. 65 (m. 7H). 8. 13 (s, 
1H) . 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 8 8 (s. 1 H) , 
8. 97 (s, 1H) 

a*#*ftt (FD-MS, m/z) :4 5 9 (M + ) 
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Iistar-Kyoto^5 ? h (B*f t-^X'J/<-tt^bA?) <fc £ ffK^ttdi U 
v/-t*> ^(Nephron, 22. 454 (1978)) £ o L fc 0 £*i£n 
10%^->J^fflfil?t (OTx FCS £^t;RPMI 1640 igife (OT. 

»#**ft«ttjHlia*»[lHl«|ft««*fT9 C £ £ J: «9 y -9- Attia*»fc 0 
/f->^^Attia*2 4^S^l/-hJw»au 10%FCS *£t?igMt&KT2 

b w%m l 1 * * ^^fc & 3 x 1 0 4 ® t « o fcut^T-^ift^ 0 . 

5% FCS£#i;JgJtel;:£&U $&lc3Blffl«*LT*fil*ffjt$-li-fco 
*»*U g#L*:«£500 jul ©igitfeT-&?§^ 0. 1 i/tmT )l>7 1 
y (OT> B S A iBS-f) £#ir^*fe£ 2 5 0 # 1 ^Jd L fc 0 ->V 
i/K (EO\ DMSOiBSt-) KMlZttmimm*Z<Dl&lLK\. 3 8/z 1 
gsiDLTi(l£SL 3 7 e CT-l&SR}H >**K- h L/Co t hffi*&;il!lfii'JvR£ 
^JfiH^BB^ (OTs PDGF-BB iftf) £0. 1% BSASr^fri&JfiJCJgjlSSiK 
CtL*»aMT*<5 Ong/ml ttZZX o *Mz 2 5 n 1 -f ogsJnU 37^ 

■c 1 o^>r >*^<- h uz 0 mmzti&L 5 0 0 n 1 © u >8fcgffi£®£ 
£*( P H7. 4) oaT. pbs its-r) T«ua«-%»tftx awa^RTS-fbg®^ 

(IX Triton X100 > 2mM h><*$?;HjH- h ■>> lnM if-U>v?7 * >4 
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Ifcg? 2i-Y l )Vl* (£IT> EDTA t h 'J X*£3i£g&i£7k ( p H 7 . 

4%))&50//lj&&nLfc o 4 , C-e30^MJELhttll-r S C <fc T-*ffllj§£ pj&fb U 
*©*«[iw 1 %7 * D ;H6»*- h U A (OT. SDS tmt) h 'J xifgffi 

PDGF-BB CDj^tjn<^<fc «9 SB 'J >SHb£g#*:PDGFgg# : 8 OKDa ) 

PDGF-BB »lCckSPDGFg£#©gBl) >8KbS£ 1 0 0%. H^fccfcCfPDGF-B 
B *jBJnLTlr>ttl^x;Ucj3tf«5eBU b»£ 0 % <t I £7x;l/©g 

>IMbi;:*N-Sffi«*3fcaiK cft^b07§ilSI££&£LT> &&I5I#I©PDGF 
«#SBU>lMfc5 0KI!ftM* (I C 5Q ) **ffiLfc 0 

#fSBJ3©fb&^©PDGFgg#gB»J >M1t5 0%RB^£g ( I C^) ttl 0 0 
// M&iT^t h ©T-fc So 

5a5»aBU>IMk5 0XI!l*«E (I C Kn ) ©ISII£*2*fc*£«>T**o 
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121 

PDGFgg#gE'J>itffc 
<t&®W^ PI # « g ( I C 5Q : /zM) 

(2) 0. 4 4 

(6) 0. 45 

(8) 0. 10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0. 0 14 

(4 6) 0. 02 1 

(4 7) 0. 0 4 3 

(4 9) 0.018 

(5 0) 0. 06 7 

(5 1) 0. 0 0 9 

(52) 0. 03 

(5 3) 0. 0 1 0 

(5 4) 0. 0 03 

(5 5) 0. 0 03 

(5 6) 0. 0 04 

(5 7) 0. 0 06 

(5 8) 0. 0 02 

(5 9) 0. 0 04 

(6 0) 0. 0 04 

(63) 0. 40 

(66) 0. 13 

(6 7) 0. 1 1 

(68) 0. 44 
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u 9 y; 


n n n o 
U. U U o 




U. U U 4 
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U . u u y 


\Z Z 4 J 


n n q 7 


f o o c: \ 


U. U4 / 


uZbj 


n n 1 1 
U. U 1 1 


(z r ) 


n n *7 o 
U. 0(6 




r\ n a a 
U. 0 5 5 


\Z Z\5) 


n n o n 
U. [Jo / 
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0. 0 14 


r r\ a a \ 

(2 4 4) 


0. 0 0 9 


(2 4 5) 


0. 0 0 6 


(2 4 6) 


0. 0 13 


(24 7) 
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mkm2 

lP6E©aitt Wistar-Kyoto ?vb (1MB) (H*f-+-;UXU/<-tt^ 
£A¥) ) ^ffl^fco tJt^y hThyl. li:Jitt5*;^D-7-;^^5 
OX- 7 (Pathol. Int.. 45. 409(1995) ^TlUlg L fc) £1. 2mg/kg©fl§» 

OX-7ft^aB«fc«5 1 B2IhU 8BIHKl«^n»5Lfco 

1 : &&Vm \Z 2 5 %OT©&ft^£fS#> S 

2 : ««#AC2 5-5 Q%®mcffi$&:WbZ 

3 : K 5 0 ~ 7 5 %©«{t«f £*B» <5 

4 : #3$#rt £ 7 5 - 1 0 0 %<Dm&S£*WX> £ 

=>7timu &mvm<t®wmm (.%) ^it, MtgfcjEttBartiettj* 
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i®&5-m &m#m<t$mm (%) ^mm 

1 Omg/kg 1 1. 7 P<0. 0 5 

3 Omg/kg 10.2 P< 0. 0 5 

1 0 Omg/kg 13.7 P< 0. 0 1 



i <b^g#^4 3(Dit^(D^^x&Mmmm cp 3 8 8) izititz&mm 
Ml 

v^xSjfli^«P3 8 8« (ATCC*^A?) ^Ixl0 6 l»: 
1 3 O%0l^Wt>nfc o 



2 rt&%)3Hf4 3®<t&®}<Dt h^U*-v» (GL0 7) dfrfrj-SjaB 

th^''Jt- -7*ffl8S G L 0 7 (3lifcS&^*Sf&i?T^ A^? ) £ 7 - X 
K#ffiU m&fr&fr 1 0 0mm 3 ggtc^o fc^T-gil©li«(*«©^^ 
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mm* 1 1 ttitg x a g ®mm#mz c x , &^^^^^© 
mmfrmzTxtu mmmmmm ctgir) = (i-t x /c X ) x 

1 0 0£$.#>tz o ^J4OT0^M43T\ **©TG I RM(i7 6 

3 *mW<D<t&®<D bh/'Jt- vHBia ( G L 0 7 ) tzttt 6 fi»»aft£ 

^-FT^xCtliU JISKttSWU 0 Oram 3 g&fctt i fc^t?#^©fflB# 
»©¥^*<^-<c/j:5J;-5lciS4E-folc^tf*L. 5 Oog/kgifc-5 <fc 9 
lw&lSft£$j£, ttJ!Bi*fcttj^*9BIHKSB* -B-[5]gD&i* Lfc 0 

&B©jgjs#Q£ 1 1 1 tit %<DttimG>xB sommfrmzcx^ &mt&®i®. 

mmmmmm ctg i r> = (i-tx/cx) 

x 1 0 OZXtoiZo ZtiZ><D%%%m3&Z7fito 
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S&33E 





mmmmmm 

(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


8 6 


(56) 


5 2 


(57) 


64 


(58) 


5 7 


(59) 


82 


(165) 


7 0 


(168) 


5 6 


(173) 


54 


(190) 


5 0 


(191) 


50 


(194) 


59 


(22 5) 


58 


(22 7) 


78 


(229) 


8 1 


(2 3 5) 


78 


(2 3 6) 


84 


(2 3 7) 


7 4 


(242) 


62 


(2 4 4) 


7 3 


(25 4) 


85 
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(2 5 5) 86 
(2 6 0) 5 2 

(2 62) 8 7 

(264) 63 
(2 6 7) 6 5 

(2 7 2) 84 



2 ©#•& i nmz l ti * < o^ojKsm (^«{in^ift^^w^^ 

A^) Kv^xic&JIU mmvmfrl 0 Odhd 3 SKlittofe^-p^ 

©»K(«l©^*<^-^tt* J:9«w lfME-f ofwf*£tf£U 1 0 0mg/kg 

<h a: 5 «k o ics^b^i^. ttjmtz imwz 9 a Pais a . - a -ajg^rts^ 

L/Co C*ib©MJgli5ifflJ» (TGIR) ®m^^4Si:/7te 

mrnm mm (tg i r%) 

(4 3) (5 8) 

6 8 7 4 

7 8 8 6 

8 3 9 6 



COL— 1 colon 
St— 4 stomach 
L-2 7 lung 
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-S*9~l 0E©&ttDBA/l JNCrj^-^X (9iift) (H*f- + -;bX 
^<-j±^t>A?) fcffi^fco 5ml©'V>&*II!!=J7-y:/0. 3%^fi§& 
(K-4 1, 37- y>6tftr8F^£) > 1 5 mgOMycobacterium tuberculosis 
H 3 7 R a (Difco Labs. **£>A#) > 2. 5ml©£g:££&*>£ 7 . 5ml© 
T^i7D^ > K7i^a'<> K (Difco Labs. j&>£A^) *^X7/by 3 >£p 

«Bft*WHLteo *Wi*l/*7*-;U£DMSO£*ft-eftl 0%^fr£3I£ 

2@g®X7/bv? 3 >ft#H5H^e»l 6BRg&BMJ^?9 

7/10 7 0 

1 Omg/kg 1/9 11 

10 Omg/kg 0/10 0 



£Lh©£** t>fb^l#^ 4 3 ©tt£« >m£ftlI8ti5&©fg££» 
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*mw<t&®nu mtitzmmmmz&tzmmftm* **>&l<i^ pdgf^ 
Gftttv^mmmftrnzmtzctfr*. stum, & 
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m * © $b a 




R 1 fc<f:?>'R 2 ^{@S'J^H > Cj-CgT^+^SK fcSl.Mi 
R jiRgtt-ftWotC 1 -C 3 <D7b*l' b(DT'jr>b^ WJi 
CH*fcttNT?*»}>: 
1. W*<CH®Jg£x 
(a) XttOSfcliST?*^ Qli\ 
(ID : 




m(il, 2*fcli3T**?K RgttfiBiJKCN. OH. ADf>, 
Cj-CgT^+^k C 1 -C 4 7^l/=J*i/*fcttC 2 -C 4 7i/^T*S] V 

^ $ ft 5 7 x — ;HT© 5 ri\ 
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22 1 

a (HI ) : 




K+x mli±IH«tlq]SaT*«5. R 3 ' UWJlcOH. C 1 ~C 5 7;M^k 
C 1 -C 4 TJU=r+ Ox Zli»^/:liigiji;N*fcfiCHT'«^] 

a (IV) : 




mfciO*R 3 ' li±iei|5jmST*«9. R 4 (2H N C 1 -C g 7^+ 

(b) XliO. S*fcliCH 2 "F*^ Q«> 
a (V) : 




j ^«fcO'kii®giJlcO£fcl*l-e&?K RnliTOfcHt^tiC 1 - 

o 1 
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0«ll^t>^iR £ tlZ *> o 1 m<O^T- d J^PSrW L TOT h «fc ^ 5 - £ fz it 6 - 
M©3^5£©^-r d T U - ^g$> S V*li 9 - $ fz It 1 0 -A<DWm£,®^T u 7 
D-;UgT*tK AT'St)^tl^cnb07^^S. 7 'J-^St/cli^xD 

yy-^gii. cn. no 2 . oh. nh 2 , /Noy> % c 1 -c 5 t;u+;k 

3Rtt (C 3 -C 1 0 ) 7)l*)W C 1 -C 4 7;U + C 1 ~ C 4 7 J^^y 

C 1 -C C 7->;K C , - C c 7 >n + C 1 - C 0 7;l/+l/> 
lb lo 16 

^+->. C j -C 4 7;M^U7 J A v>- (C 1 -C 4 7;U+^) 7^ A 
COgH. CONH 2> N- (C x -C 4 7;b*;b) 7i Y\ N, N-v>- 
(C x -C A 7)V*)l) 7i Kx C 2 -C 4 7;b+^7i K\ h'j7MD^f 
;k c -c 4 7;u*;i/f-;*\ ;k 1^7^-^ 7x7* a g&:7x 
7i^;W, l»7x-;l/ftx 7i-A (C 1 -C 4 7;b+;b) N 
1117!-^ (C x -C 4 7-»b+;U) . h°U v;k t*7y-Jk h°U $ ~J-Jl^ 
tTU^y— ;K fDiJ-^K t°^Ui?-;k tXrx-ik *tkX7^ 
*-;b*y^;k +^ UJk *^-V ,, J-;k <yV4iW M&OVJ frtlztl 
C 2 -C 4 7>^t>3IR$tl'51~5®©gglS^WLTOTfc«t< > B{i N 
0. S. NH, NCN. NRg^/ciiNORg (CCT\ R g JiC } - C g 7;l/ 
4-;bT&£) T&£] 

2. W^NOg^ X«Os SmCH 2 T-*^ Ql±. 
% (V) : 




(V) 
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2. 3; (I) t*u Wi<CHT'*^ X*<0*/i{iST-*«5> Q*<^ (II) > 
(III ) ttzltt (IV) -e*£*iS> M^9l {wiE«©+y >j >S|^fc e fco f 

3. 5S (I) 4\ W^CHT&tK X^OT"*^ Q*<3£ (II) N ^ (III ) 

4. £ (I) iK X*<0, S*fc«CH 2 T*0. Qrt<5£ (V) T'*£ft£, 

5. i£ (I) 4\ R 1 *J«kD r R 2 ^fiSiJlcC j - C 5 7;U+;bT*t)> 

5$ (V) K (V) j*i<fctfkj&<OT'*»K B(±. 0. S. NOR g (CC 

6. (I) R ^ te<kO*R g^^'J^C j ~ C ^ 7;U+;l/r£>*K Q*< 
5$ (V) k (V) <K i*<0T*t)^ok*<n?*4^ tfcii j 
frok#OTfctK R 5 ^7km^^{i^^;l/T*t). BfcU 0 N S. NH, 
NCN N NRg^^JiNORg CCTv RgfiC { - C 5 7;l/*;U-efc£) T* 

7. 3; (I) *K R jfe.tC^Rg^WjlcC 2 -C 5 7^+;l/T*t)> Q# 
a: (V) K (V) j «fc O' k i>< t *> tz 1 T* <5 . R 5 *<«®JKtK** tt 
yfObT&tK Bte. 0. S. N H N NCN. N R g £ fcliN O R g (CdT*. 
RgliC j - C 5 7;U+;UT*5) T-&£] T-^fr£*l<5. SfcfcgllcfBtt©* 
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8. S (VI) : 



O 




(VI) 



K4\ WtiCH^teNT-ifctK R 1 *3J:tfR 2 tt<ijBiJ«cC 1 -C 5 7^* 
;UTfet>N AJ2^;k i^;k 7otVk 'fv^obX 7?-;k 'fv^k 
s-T^k t-7f-;k ^>f;K 'fV'OfA, v^oO^k ->^a^\ 
*->;k J/^D^fA, 7x-;K ±y=f-)W y*)JK fx-Jk b'US^k* 

-fv^oh^k 7f-;k -fv7f-;k s-7f-;k t-7'f-;k / 

^n^^-> s ^v^o^^i/ N €-;l/*'J/^ troys? a tXijyyifc 
l*y h + *>^t>«W$n5 l~5fi©B«S£WLT^Tt>«J:i,\| TBihZnz 
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K+> WliCH£fc{£N7r$>*K j it 0 Tfc t» *>-o k (2 1 £ * /c li 
j tilT'*)«9^okJiO-e*«9. Rjfe^CfRgMSiJdC 1 - C 5 T^;UT 

Dt°;K 7>;k -fy7f-;k s-7>;k \ ^>f;K -fM>f 

;k ->^oO^;k i/^o^.+ v'Jk o^T^k 7i-JK ^7^>>k 

(DTJij-jim^ 7 , ;-;^^fcli^xD7 l J-;^g(i^ 7;ktn N ^oo, yo 

;k t=f-)K if^> ^nt°;k -rv^nh°;k T^k -fV7*;K 

;k t-7f-;k ^ h*->> x^A yn#+k ^vyo^yifcl^h 
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10. i£ (VIII) : 



Rs R 5 




K4\ WtiCHS/ciiNT&^K R 1 ttzitR 2 itm&UzC X -C 5 TJl^r 

C x -C 4 r;U'7--;k *>?oO^;k S/^o^+->;k o^T^k 
c 1 ~ c 4 7;u^*->£Wx;k 7x^;k 7U;k ^^-;k < 

>'/>Ok 7-t?^;k b*'Jv?;k tf'J 5 >*-;k t'o >J>^;k tX>jy-;K 

H. CONH^ t Kn + >. -ba^ 7; A C y - C 4 T)\,*)IT i y N 5? 

- (c x - c 4 7;u*;i0 r^y. c 2 -c 5 7*>n*-> N Cj-CgTs^k 

C 1 -C 4 7;U+;Uf-^. F'J7MDyf;k C^-CgT-Mr^k Cj- 
C ta,^* : s)W C 1 -C 4 7;b3^->^;i/^'-;k N- (Cj-C^tju* 
;U) 7i h\ N, N-v- (C j -C 4 7;U+JU) 7^ Kx Cg-C^M^U 
7; H\ x*l/>5M-*->^ 7x-;k 7x; + a 1^7x^;k Oy*-Ok 
h*y>Ok t°5v?-;k bT'J5y-;k f'J^'^-^k *yu;k 
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11. S (IX) : 




C 1 - C 4 7;Hr— Jk *>?oOf-;k •>£o'\*S';k >?D^:/f-;k 
C j -c 4 7^3**>*;b»K— ;k 7x^k i-y^-JK y')JK ;k ^ 
>VV;k 7-fe^k f'Jv^k fJi-^k t°D 'J ;k b^Dv?— Jk 

T)l>*)m. TV-Jimttzli^TVTV-Jl&li, A D y>, y7>, C0 2 
H, CONH 2 , t Ko + a -ho. 7^7. C j - C 7;b*;U7 $ y „ v 

- (c ^ - c 4 7^+^U) 757. c 1 -c 5 7->o+-> > c 1 -c 5 7*>;k 
C 1 -C 4 7^+^f-^ MJ7;WD^f;k C 1 -C g 7>'l/^;k Cj- 
C 4 7;m**>;k C 1 -C 4 7;l/3**>*4/?K-;k N- (C 1 - C 4 7;l^ 
7$ K\ N, N-i>- (C 1 -C 4 7;u+;b) 7^ r\ C 2 ~c 7^*;u 
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U^;k^]lft£ft£l~5ra©§&S£WLTUT&<U^ T'gfc>£*l£*y 

12. Si (VI) Wrt<CHT£>£> »*S8 {c3Ett«D*y 'J >S!3M*i3J: 

13. S (VII ) 4>> W^CH-e*S. m*^9Jc§B«0*y U >S3W**5 

14. (VIII) *K W*<C'HT<&Sn m*3gl 0i=IBttO*y U 

15. Si (IX) 4\ W^CHT"*5> 1 1 fcffitt©*; U >R3W*i> 

16. S (X) : 




(X) 
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^o'O^k i/^D^+e/;k >^n^f-;k 7'JJk C j - C 4 7JI/3* 
•>*AsK.=.;k 7x_;K *7*Jk 'OV-OUT-ifc'K AT-^frSftS dtit> 
©7^*;HS^ *fctt7U-;U»;U OH, co 2 H, 7;U^d n ?ock y D 
^ 3 ~ h\ -ho, 7 $ A v- (C 1 -c 4 7;u+;b) 7;y, Jcf-U>-^ 
7-t?h*>\ C 1 -C 4 7>'U3 + >'^;U^;U N HJ:7;b 

^ D ^^ C 1 -C 4 7;U*;k C x -C 4 7;m*->. h°'J^;k S^ti? 
*-^t,«R3cnsi-5fflOll!iai«LTIr^rfcJ:^] T*&t>Zti&*j 

1 7. (XI) : 




K+n WliCH£fcliNT'£>*K R 1 *fcttR 2 (ifflgi|^C 1 -C 5 7Jl/* 
RgliMSiJtwTKfiltfctiy f\rt,T*tK AteC j -C 5 7;l/*;k > 
?o^>^;k >^o^+'>7K S^o^^k 7U;k C^-C^yUn* 

©7;U*JUg N ttztt7>)-JmiU OH. C0 2 H, 7^d, *oo N 7n 
^ 3-K> -ha N 75 A v- (C 1 -C . 7)l*)l) 7iJ^ x.=f-\,yy 
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:tuy^;k C 1 -C 4 7^*;k C 1 - C 4 7Jl^* v\ fjv^k *fcti7 

18. 5$ (I) <k WA<CH-C*^ X^OT&'K RjfcitfRgj&^fc 
icy- ^;l/T'*«9. 0>'5£ (V) K (V) j fc^O'k^iiSij^O^fcfilT' 
*tK R 5 ^'7k^T*D> A(±C X -C 5 7;U+>»k •>*n'<>^;k *>?o^ 
*->;k v?o^7^;k 7U;k C 1 - C 4 7*3*5/*^*, 7x;;k 

^^li^nT'J-^Sli. OH. COgH. 7;M-o. *dp n 3- 
h\ ^ho. 7 i y % S?- (C -C 4 7;U+;b) 7;>^ xf-U>-mk 
7-feh + i/ % y^;u^*. c x -c 4 7;U3**>#;u*-;k h'J7Wnyf 
Jk Cj-C^A+A/, C 1 -C 4 T^3+>. t"'Jv>\>k tfcli7x^ 
£gft£ft£l~5®0g&g£WLT^T*>cfc<. BM\ 0 N S. NH, NC 

19. 5$ (I) VWCHT&tK R-p R 2 *<<tt> Kyf-;UT***K 

20. 6, 7->v h+->-4- (2-y h + v7xy + i/) ^y; 6, 

h*->-4- (3-> ^ + •>7x;4 i y) 'J >x 6, 7-S?y h* 

i/-4- (4-y h+j/7x;+i/) *y <j 4- (3-7Mn7xy + -» 

-6, 7-^h + v/+yJk 4- (3-tKo^i/7x; + y) -6, 7- 
yn + ->+;'J>> 4- (4-7d€7x;+-» -6, 7-y^ + ->+; 



WO 97/17329 



23 1 



PCT/JP96/03229 



■J> N 4- (3, 4-9* h*97***» -6, 7->Vh + ->+yj>. 
6, 1-9* Y*9-4- (1 + » > N 6. 7-->7F + 

>-4- (2-:>-7^;M-*v) +yj>. 6, 7-->7 h + - (5-^ 
h*i/-l-±7?-Jl**i') *J 'J>. 6, 7-->Vh + ->-4 - 
+ ->-2-t7fW-»+;'J>, 6, 7-/y^y-4- (7-n + 
v-2-*7^;M-*» +y >J > N 6, 1 -9* Y*9-4- (5-*yj;U 

**e/)*/'j>. 6, 7-^^h+v-4- (6-*y"j;M-*-» > N 

4- (4--f > KU^4-» -6, 7 -'J/ h + ->+y U>. 4- (5-^> 
KU^***» -6, 7-vM h + 2/*y«J >> 6. 7-i?>h*i/-4- (3 

-y ^y7x_w) +y u >£fct*6, 7- ->v h*f>-4- u-y h 

21. (4-n-7 , ^7x-;l/) {4- [(6, 7--V/ F^y-4-+ 
yj^^ + y] 7x-;H (4 - t - 7f;l/7x^;b) {4 - 

[(6, h+y-4-+;'J^) 7^;H y *y > N (4- 

h'j7^D^f;l/7x^) {4- [(6, 7-v7 h+v-4-+;iJ;l/) 
^-+>] 7j.=-)\a y*y>, (4-t-yf^7x^) {4- [(6, 7- 
^y-4-WJ-^)t+->] 7x^;H y?y>. (4-t-y^ 
{4- [(6, 7-v?y h + v-4 -*JV)l) **)V\ 7i-;H 

y *y n- {4- [ (6, 7-^y h+>-4-+y y;u) 7x. 

^} - is>?u^*-*>t>)V#*y-l Y\ N - {4- [ (6, 7-y> h*->-4 
-+;'J;l/) 7x-;H - (4--Fd7x-^) *7yU***-»J-S K> N 

- {4- [ (6. 1-9* Y*9-4-*J 7x-;H - (N, 

K-9*?-Jl7i J *;M**-fr5 h\ N - {4- [ (6, 1-9* Y 

+ '>-4-+;'J^) 7x^;H - (4-7tf;l/7x_;t.) rt^** 
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■frS h\ N— {4- [ (6, h*->-4-*y 'JAO 7i^) 

- (4-n-7"f;l/7x-;l/) ijjlt'^i h\ N- {4- [ (6, 7-v> h 
**>-4 7 - (4-^h + ->7x-A) 

IK F\ N- {4- [ (6. 7->M h + >-4- + y 7i_;H 

- (4-^Dt7xzi) *</M**1K H\ N- {4- [ (6, 7-vM h+> 

-4-+y»;;u) 7^^} - □ > a ;u $ h\ n- 

(4-n-y^l/7x^) -N' - {4- [ (6, 7-^;* h*->-4-+y 
'J AO 7i-;H ^7> N- (4-t-7'f;i'7x^) -N' - 

{4- [ (6, 7-v>V h*->-4-*y 'JAO 7x-^} -5U7. N 

- (2-hV7Mo^f^7xx;|/) -N' - {4- [(6. 7-^ 

7x-;W 7U7, N — (3 - h D 7;l/toyf^7 
X -;U) — N' - {4- [(6, 7-^F + ->-4-+; i J;b)^->] 7i 
-A} >>U7. N- (4-F'J7Woyf;l,7x-i) — N' - {4 - [(6. 
7-^ h+->-4-+yj;l/) 7x-;H 7l/7s N - (2->h+ 

->7x-;U) -N' - {4- [(6, 7-S?y h*->-4-4VUdO 
y±-)l) «7l/7> N- (3-^ h*->7x^) — N' - {4- C (6, 7- 
h + ^-4-*y'J^) 7x^1 ^U7, N- (4-^ h + ->7 

-N' - {4- [ (6, 7-i?/ Y* : s-4-*J 7x 
-7U7. N- (2-7Mu7x^Jl,) - N' - {4- [ (6. 7->M 
h**>-4-*y 7x^) -7L/7> N - (3-7;U^-D7xJi 

ji) -N' - {4- C (6, 7-e?y h*->-4-*/ 'J;iO 7x-;H 

-7U7^ N- (4-7^o7x-i) -N' - {4- [ (6, 7-v?^ b*-> 
-4-*/'JA«) 7x-iH >7U7. N— (4-7-tr^;U7jc^;b) - 

N' - {4- [ (6, l-'J/ h + ->-4-+;'J^) **v/] 7xz;H $u 
7. N- {4- [ (6, 1-*J* h+v/-4-*;'J^) 7x_;H - 
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N' -n-^oh^^UT. N-n-yf-^-N' - {4- [(6, 
*f-4-*J 7x-WL/7 N N— (2-7Wo7x^) 

-N' - {4- [ (6, h+v/-4-+^-yj^b) 7x^;H 

>?U7. N — (2-^ h4->7x-;l/) — N' - {4- [ (6, 1- : J* h*-> 

7x-il/} SbT. N- (3-y F + >>7x-Jl.) 
-N' - {4- [ (6. 1-V>t h + v-4-+^-y;-;U) 7*^} 
•7L/7, N- (4-^ h + ->7xz;l,) -N' - {4- [ (6, h*> 
-4 -*:*-*/!)— ;10 7x-;H 71/7. N-n-7^;U-N' - {4 

- [ (6, 1- : J* h^i/-4-^ri-V) -Jl) 7x-;H 7U7^ 

{4-[(6. 7->>V h + ^-4-+y 'J;Wt*i/]7x-M [4-^ij;7x 
y*y>. {4-[(6, 7-i?y h+->-4-+; 'jyi/)t*->]7x^;H [4 

-f D iJ^7x-;b] (4-[(6 1 7-yn + i/-4-+;'J;W + 

■>]7x^;H [4-bX'J^7 7x^l/] y^y>, N-(2. 4->'?od7x- 
;l/)-N'-{4-[(6. 7-0^ h + v/-4-+yj>'t/)^+>]7x-^}-7lx7x N-(3, 
4-v?^pd7x-;W-{4-[(6, 7-v>V h*i/-4-*y 'J;W->]7x 
-^}>7l/7. N-(3,5-^^dd7x^)-N'-{4-[(6. 7->M h*'>-4-4- 
;>JW+->]7x^H^U7xN-(4-^DD-2-yf^7x ^;10-N* - { 4 
-[(6, 7-i^y h**/-4-*/ 3--M*i\sT. N-(3-7 $ > - 

4-^od7x^)-N'-{4-[(6, h + >-4-+y iji)t+->]7x^ 

^Ifl^Tx N-{4-[(6. 7-vy h^->4-+;'JW^]7x^}-N'-(2 
-t?>J ^Mf;l/)^U7> N-(3, 4-y7WD7x^H'-{4-[(6, 7-'J 
* h + v/-4-+y 'J;W+->]7x-;H7L/7^ N-(2. 4. 5 - h 'J7;l/tD7 
i ^^)-N'-{4-[(6. 7->M h + ->-4-+y 'J;^+^]7x-M'7U7x N- 
(3-^od7x^K-{4-[(6, h + v-4-+y 'Ji)t+v]7x^ 

>>H7P7x N-(4-t FD + >>7i^)-N'-{4-[(6. 7-v^ K + ->-4_+ y 



WO 97/17329 



234 



PCT/JP96/03229 
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requiring therapy for rheumatoid arthritis. 

43. A process for therapy of glomerular nephritis comprising the administration of a compound 
in accordance with any one of Claims 5, 8, 12 in a therapeutically effective dose to a patient 
requiring therapy for glomerular nephritis. 

44. A process for therapy of tumor comprising the administration of a compound in accordance 
with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective dose to a 
patient requiring therapy for tumor. 

45. A process for therapy of leukaemia comprising the administration of a compound in 
accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective 
dose to a patient requiring therapy for leukaemia. 

46. A process for therapy of rheumatoid arthritis comprising the administration of a compound 
in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective 
dose to a patient requiring therapy for rheumatoid arthritis. 

47. Use of the compound in accordance with any one of Claims 1-21 to produce a 
pharmacological composition. 

48. Use of the compound in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 to 
produce an antitumor drug. 

49. Use of the compound in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 to 
produce a rheumatoid arthritis therapeutic agent. 
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Rising Sun Communications Ltd. Terms and Conditions 

Rising Sun Communications Ltd. shall not in any circumstances be liable or responsible for the 
accuracy or completeness of any translation unless such an undertaking has been given and 
authorised by Rising Sun Communications Ltd. in writing beforehand. More particularly, Rising 
Sun Communications Ltd. shall not in any circumstances be liable for any direct, indirect, 
consequential or financial loss or loss of profit resulting directly or indirectly from the use of any 
translation or consultation services by the customer. 

Rising Sun Communications Ltd. retains the copyright to all of its' translation products unless 
expressly agreed in writing to the contrary. The original buyer is permitted to reproduce copies of 
a translation for their own corporate use at the site of purchase, however publication in written 
or electronic format for resale or other dissemination to a wider audience is strictly forbidden 
unless by prior written agreement. 
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Patent Claims 

1. Quinoline derivatives and quinazoline derivative represented by the following formula (I) and 
pharmacologically permitted salts thereof 



[wherein, Rl and R2 are independently H, 1-5C alkyl or Rl and R2 bond together and form Cl-3 
alkylene, 

and W is CH or N, 
wherein, 

(1) when W is CH, 
(a) X is O or S, 

and Q is phenyl group represented by formula (II) 



(wherein, m is 1, 2 or 3 and R3 is independently CN, OH, halogen, CI -5 alkyl, CI -4 alkoxy or 
C2-4 acyl), a group represented by formula (III) 



(wherein, m has the same aforesaid meaning, R3' is independently OH, Cl-5 alkyl, Cl-4 alkoxy, 
and Y, Z are both or each independently N or CH) 
or a group represented by formula (IV) 



(wherein, m and R3' have the same aforesaid meanings and R4 is H, Cl-5 alkyl or C1-4C acyl), 
(b) X is O, S or CH2, 
and Q is formula (V) 






(in) 




(IV) 
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(V) 



(wherein, j and k are independently 0 or 1, R5 is independently H or CI -4 alkyl, A is CI -8 alkyl, 

Cl-5 alkenyl, cyclic (C3-10) alkyl, Cl-4 alkoxycarbonyl, phenyl, naphthyl, fuiyl, thienyl, 

benzoyl, substituted benzoyl or C2-4C acyl, or 9- or 10-membered polycyclic heteroaryl group or 

5- or 6-membered monocyclic heteroaryl group having 1 or 2 nitrogen atoms and also depending 

on the circumstances, optionally having one additional heteroatom selected from the nitrogen, 

oxygen and sulfur, wherein these alkyl groups, aryl groups or heteroaryl groups represented by A 
may have 1-5 substituents selected from the CN, NO2, OH, NH2, halogen, Cl-5 alkyl, cyclic 

(C3-10) alkyl, Cl-4 alkoxy, Cl-4 alkoxycarbonyl, Cl-5 acyl, Cl-5 acyloxy, Cl-3 alkylene 
dihydroxy, Cl-4 alkylamino, di-(Cl-4 alkyl) amino, C02H,CONH2, N-(Cl-4 alkyl) amide, N,N- 

di-(Cl-4 alkyl) amide, C2-4 alkylamide, trifluoromethyl, Cl-4 alkylthio, phenyl, substituted 
phenyl, phenoxy, substituted phenoxy, phenylthio, substituted phenylthio, phenyl (Cl-4 alkyl), 
substituted phenyl (Cl-4 alkyl), pyridyl, pyrazinyl, pyrimidinyl, pyridazinyl, pyrrolidinyl, 
piperidinyl, piperazinyl, homopiperazinyl, morpholinyl, quinolyl, quinazolinyl, benzoyl, 
substituted benzoyl or C2-4 acyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is Cl-5 



(wherein, j, k, R5, A and B have the same aforesaid meanings)]. 

2. Quinoline derivatives and pharmacologically permitted salts thereof in accordance with Claim 
1, wherein in formula (I), W is CH, X is O or S, and Q is represented by formula (II), formula (III) 
or formula (IV). 

3. Quinoline derivatives and pharmacologically permitted salts thereof in accordance with Claim 
1, wherein in formula (I), W is CH, X is O, and Q is represented by formula (II), formula (III) or 
formula (IV). 

4. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), X is O, S or CH2 and Q is represented by 
©Rising Sun Communications Ltd. http://www.risingsun.co.uk 
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formula (V). 



5. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), Rl and R2 are independently CI -5 alkyl, and Q 
is represented by formula (V) [in formula (V), j and k are 0, and B is O, S, NOR6 (wherein, R6 is 
Cl-5 alkyl)]. 

6. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), Rl and R2 are independently Cl-5 alkyl and Q 
is represented by formula (V) [in formula (V), j is 0 and k is 1, or j is 1 and k is 0, R5 is hydrogen 
or methyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is Cl-5 alkyl)]. 

7. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), Rl and R2 are independently Cl-5 alkyl, and Q 
is represented by formula (V) [in formula (V), j and k are both 1, R5 is independently hydrogen or 
methyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is Cl-5 alkyl)]. 

8. Quinoline derivatives and quinazoline derivative represented by formula (VI), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl and R2 are independently Cl-5 alkyl, and A is methyl, ethyl, propyl, 
isopropyl, butyl, isobutyl, s-butyl, t-butyl, pentyl, isopentyl, cyclopentyl, cyclohexyl, 
cycloheptyl, phenyl, naphthyl, furyl, thienyl, pyridyl or pyrimidinyl, wherein these alkyl groups, 
aryl groups or heteroaryl groups represented by A may have 1-5 substituents selected from the 
fluoro, chloro, bromo, iodo, cyano, hydroxy, nitro, amino, methylamino, dimethylamino, 
diethylamino, dipropylamino, dibutyl amino, trifluoromethyl, methyl, ethyl, propyl, isopropyl, 
butyl, isobutyl, s-butyl, t-butyl, methoxy, ethoxy, propoxy, isopropoxy, morpholino, 
pyrrolidino, piperidino or butoxy). 

9. Quinoline derivatives and quinazoline derivative represented by formula (VII), and 
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pharmacologically permitted salts thereof 



R 2 0 



R,0 




(VII) 



(wherein, W is CH orN, j is 0 and k is 1, or j is 1 and k is 0, Rl and R2 are independently CI -5 
alkyl, R5 is hydrogen or methyl, and A is methyl, ethyl, propyl, isopropyl, butyl, isobutyl, s- 
butyl, t-butyl, pentyl, isopentyl, cyclopentyl, cyclohexyl, cycloheptyl, phenyl, naphthyl, furyl, 
thienyl, pyridyl or pyrimidinyl, and these alkyl groups, aryl groups or heteroaryl groups 
represented by A may have 1-5 substituents selected from the fluoro, chloro, bromo, iodo, cyano, 
hydroxy, nitro, amino, methylamino, dimethylamino, diethylamino, dipropylamino, dibutyl 
amino, trifluoromethyl, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, s-butyl, t-butyl, 
methoxy, ethoxy, propoxy, isopropoxy or butoxy). 

10. Quinoline derivatives and quinazoline derivative represented by formula (VIII), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl or R2 is independently CI -5 alkyl, R5 is independently hydrogen or 
methyl, A is CI -6 alkyl, CI -4 alkenyl, cyclopentyl, cyclohexyl, cycloheptyl, CI -4 
alkoxycarbonyl, phenyl, naphthyl, furyl, thienyl, benzoyl, acetyl, pyridyl, pyrimidinyl, 
pyrrolidinyl, piperidinyl, piperazinyl, homopiperazinyl, morpholino, and these alkyl groups, aryl 
groups or heteroaryl groups represented by A may have 1-5 substituents selected from the 
halogen, cyano, C02H, CONH2, hydroxy, nitro, amino, Cl-4 alkylamino, di-(Cl-4 alkyl) amino, 

C1-5C acyloxy, Cl-5 acyl, Cl-4 alkylthio, trifluoromethyl, Cl-5 alkyl, Cl-4 alkoxyl, Cl-4 
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alkoxycarbonyl, N-(Cl-4 alkyl) amide, N,N-di-(Cl-4 alkyl) amide, C2-4 alkylamide, 

ethylenedioxy, phenyl, phenoxy, substituted phenyl, benzoyl, pyridyl, pyrazinyl, pyrimidinyl, 

pyridazinyl, quinolyl or quinazolinyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is 

methyl)). 



11. Quinoline derivatives and quinazoline derivative represented by formula (IX), and 
pharmacologically permitted salts thereof 




(wherein, W is CH or N, Rl and R2 are independently CI -5 alkyl, R5 is independently hydrogen 
or methyl, A is CI -6 alkyl, CI -4 alkenyl, cyclopentyl, cyclohexyl, cycloheptyl, CI -4 
alkoxycarbonyl, phenyl, naphthyl, furyl, thienyl, benzoyl, acetyl, pyridyl, pyrimidinyl, 
pyrrolidinyl, piperidinyl, piperazinyl, homopiperazinyl, morpholino, and these alkyl groups, aryl 
groups or heteroaryl groups represented by A may have 1-5 substituents selected from the 
halogen, cyano, C02H, CONH2, hydroxy, nitro, amino, CI -4 alkylamino, di-(Cl-4 alkyl) amino, 

Cl-5 acyloxy, Cl-5 acyl, Cl-4 alkylthio, trifluoromethyl, Cl-5 alkyl, Cl-4 alkoxyl, Cl-4 
alkoxycarbonyl, N-(Cl-4 alkyl) amide, N,N-di-(Cl-4 alkyl) amide, C2-4 alkylamide, 
ethylenedioxy, phenyl, phenoxy, substituted phenyl, benzoyl, pyridyl, pyrazinyl, pyrimidinyl, 
pyridazinyl, quinolyl or quinazolinyl). 

12. Quinoline derivatives in accordance with Claim 8 and pharmacologically permitted salts 
thereof, wherein in formula (VI), W is CH. 

13. Quinoline derivatives in accordance with Claim 9 and pharmacologically permitted salts 
thereof, wherein in formula (VII), W is CH. 

14. Quinoline derivatives in accordance with Claim 10 and pharmacologically permitted salts 
thereof, wherein in formula (VIII), W is CH. 

15. Quinoline derivatives in accordance with Claim 11 and pharmacologically permitted salts 
thereof, wherein in formula (IX), W is CH. 
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16. Quinoline derivatives and quinazoline derivative represented by formula (X), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl or R2 are independently CI -5 alkyl, R5 is independently hydrogen or 
methyl, and A is CI -5 alkyl, cyclopentyl, cyclohexyl, cycloheptyl, allyl, CI -4 alkoxycarbonyl, 
phenyl, naphthyl, benzoyl, and these alkyl groups or aryl groups represented by A may have 1-5 
substituents selected from the OH, C02H, fluoro, chloro, bromo, iodo, nitro, amino, di-(Cl-4 
alkyl) amino, ethylenedioxy, acetoxy, methylthio, Cl-4 alkoxy carbonyl, trifluoromethyl, Cl-4 
alkyl, Cl-4 alkoxy, pyridyl or phenyl). 

17. Quinoline derivatives and quinazoline derivative represented by formula (XI), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl or R2 is independently Cl-5 alkyl, R5 is independently hydrogen or 
methyl, and A is Cl-5 alkyl, cyclopentyl, cyclohexyl, cycloheptyl, allyl, Cl-4 alkoxycarbonyl, 
phenyl, naphthyl, benzoyl, and these alkyl groups or aryl groups represented by A may have 1-5 
substituents selected from the OH, C02H, fluoro, chloro, bromo, iodo, nitro, amino, di-(Cl-4 
alkyl) amino, ethylenedioxy, acetoxy, methylthio, Cl-4 alkoxy carbonyl, trifluoromethyl, Cl-4 
alkyl, Cl-4 alkoxy, pyridyl or phenyl). 

18. Quinoline derivatives in accordance with Claim 1 and pharmacologically permitted salts 
thereof, wherein in formula (I), W is CH, X is O, Rl and R2 are both methyl, and Q is 
represented by in formula (V) [formula (V), j and k are independently 0 or 1, R5 is hydrogen, A is 
Cl-5 alkyl, cyclopentyl, cyclohexyl, cycloheptyl, allyl, Cl-4 alkoxy carbonyl, phenyl, naphthyl, 
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benzoyl, and these alkyl groups, aryl groups or heteroaryl groups represented by A may have 1-5 

substituents selected from the OH, C02H, fluoro, chloro, bromo, iodo, nitro, amino, di-(Cl-4 

alkyl) amino, ethylenedioxy, acetoxy, methylthio, CI -4 alkoxycarbonyl, trifluoromethyl, CI -4 

alkyl, CI -4 alkoxy, pyridyl or phenyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is 

methyl). 

19. A compound in accordance with Claim 16 and pharmacologically permitted salts thereof, 
wherein in formula (I), W is CH, Rl and R2 are both methyl and R5 are both hydrogen. 

20. A compound represented by formula (I) in accordance with Claim 1 and pharmacologically 
permitted salts thereof, selected from 6,7-dimethoxy-4-(2-methoxyphenoxy) quinoline, 6,7- 
dimethoxy-4-(3-methoxyphenoxy) quinoline, 6,7-dimethoxy-4-(4-methoxyphenoxy) quinoline, 
4-(3-fluoro phenoxy)-6,7-dimethoxy quinoline, 4-(3-hydroxyphenoxy)-6,7-dimethoxy 
quinoline, 4-(4-bromo phenoxy)-6,7-dimethoxy quinoline, 4-(3,4-dimethoxy phenoxy)-6,7- 
dimethoxy quinoline, 6,7-dimethoxy-4-( 1-naphthyloxy) quinoline, 6,7-dimethoxy-4-(2- 
naphthyloxy) quinoline, 6,7-dimethoxy-4-(5-methoxy- 1 -naphthyloxy) quinoline, 6,7- 
dimethoxy-4-(6-methoxy-2-naphthyloxy) quinoline, 6,7-dimethoxy-4-(7-methoxy-2- 
naphthyloxy) quinoline, 6,7-dimethoxy-4-(5-quinolyloxy) quinoline, 6,7-dimethoxy-4-(6- 
quinolyloxy) quinoline, 4-(4-indolyl oxy)-6,7-dimethoxy quinoline, 4-(5-indolyl oxy)-6,7- 
dimethoxy quinoline, 6,7-dimethoxy-4-(3-methoxyphenyl thio) quinoline and 6,7-dimethoxy-4- 
(4-methoxyphenyl thio) quinoline. 

21. A compound represented by formula (I) in accordance with Claim 1 and pharmacologically 
permitted salts thereof, selected from the (4-n-butylphenyl) {4-[(6.7-dimethoxy-4-quinolyl) 
oxy] phenyl) methanone, (4-t-butylphenyl) {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) 
methanone, (4-trifluoromethylphenyl) {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) 
methanone, (4-t-butylphenyl) {4-[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) methanone, (4- 
t-butylphenyl) (4-[(6,7-dimethoxy-4-quinolyl) methyl] phenyl) methanone, N-{4-[(6,7- 
dimethoxy-4-quinolyl) oxy] phenyl)-cyclohexane carboxamide, N-{4-[(6,7-dimethoxy-4- 
quinolyl) oxy] phenyl)-(4-nitrophenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 
phenyl)-(N,N-dimethylaminophenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 
phenyl)-(4-acetylphenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-(4-n- 
butylphenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-(4-butoxy phenyl) 
carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-(4-bromo phenyl) carboxamide, 
N- {4-[(6,7-dimethoxy-4-quinoly 1) oxy] pheny l)-cyclopentane carboxamide, N-(4-n- 
butylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(4-t-butylphenyl)-N'-{4- 
[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(2-trifluoromethylphenyl)-N'-{4-[(6,7- 
dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3-trifluoromethylphenyl)-N'-{4-[(6,7-dimethoxy- 
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4-quinolyl) oxy] phenyl) urea, N-(4-trifluoromethylphenyl)-N , -{4-[(6,7-dimethoxy-4-quinoIyl) 

oxy] phenyl) urea, N-(2-methoxyphenyl)-N , -{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, 

N-(3-methoxypheny 1)-N'- {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(4- 

methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(2-fluorophenyl)-N'- 

{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3-fluorophenyl)-N'-{4-[(6,7-dimethoxy- 

4-quinolyl) oxy] phenyl) urea, N-(4-fluorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 

phenyl) urea, N-(4-acetylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-{4- 

[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-N'-n-propyl urea, N-n-butyl-N'-{4-[(6,7-dimethoxy- 

4-quinolyl) oxy] phenyl urea, N-(2-fluorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinazolinyl) oxy] 

phenyl) urea, N-(2-methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) urea, 

N-(3-methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) urea, N-(4- 

methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) urea, N-n-butyl-N'-{4- 

[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) urea, {4-[(6,7-dimethoxy-4-quinolyl) oxy] 

phenyl) [4-morpholino phenyl] methanone, {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) [4- 

pyrrolidino phenyl] methanone, {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) [4-piperidino 

phenyl] methanone, N-(2,4-dichlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) 

urea, N-(3,4-dichlorophenyl>N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3,5- 

dichlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(4-chloro-2- 

methylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3-amino-4- 

chlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-{4-[(6,7-dimethoxy-4- 

quinolyl) oxy] phenyl)-N'-(2-pyridylmethyl) urea, N-(3,4-difluorophenyl)-N'-{4-[(6,7- 

dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(2,4,5-trifluorophenyl)-N'-{4-[(6,7-dimethoxy-4- 

quinolyl) oxy] phenyl) urea and N-(3-chlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 

phenyl) urea, N-(4-hydroxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea. 

22. A pharmacological composition containing as effective ingredient at least one member 
selected from the group comprising compounds in accordance with any one of Claims 1-21 
having platelet derived growth factor receptor autophosphorylation inhibitory action and 
pharmacologically permitted salts thereof. 

23. A pharmacological composition which can be used in the therapy of tumor, containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

24. A pharmacological composition which can be used in therapy of psoriasis containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 
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25. A pharmacological composition which can be used in atherosclerosis therapy containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof 

26. A pharmacological composition which can be used in therapy of restenosis after percutaneous 
transluminal coronary angioplasty and by-pass plastic surgery, containing as effective ingredient 
at least one member selected from the group comprising compounds in accordance with any one 
of Claims 1-21 and pharmacologically permitted salts thereof 

27. A pharmacological composition which can be used in the therapy of glomerular nephritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 1-21 and pharmacologically permitted salts thereof 

28. A pharmacological composition which can be used in the therapy of organ fibrosis containing 
as effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

29. A pharmacological composition which can be used in the therapy of leukaemia containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

30. A pharmacological composition which can be used in therapy of rheumatoid arthritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 1-21 and pharmacologically permitted salts thereof. 

31. A pharmacological composition which can be used in the therapy of glomerular nephritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 5, 8 or 12 and pharmacologically permitted salts 
thereof. 

32. A pharmacological composition which can be used in the therapy of tumors containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any of Claims 7, 10, 11, 14, 15, 16, 17, 19 and pharmacologically permitted 
salts thereof. 

33. A pharmacological composition which can be used in therapy of leukaemia containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any of Claims 7, 10, 11, 14, 15, 16, 17, 19 and pharmacologically permitted 
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salts thereof 



34. A pharmacological composition which can be used in the therapy of rheumatoid arthritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 7, 10, 11, 14, 15, 16, 17, 19 and pharmacologically 
permitted salts thereof. 

35. A process for therapy of abnormal tumor growth comprising the administration of a 
compound in accordance with any of Claims 1-21 in a therapeutically effective dose to a patient 
requiring therapy for abnormal tumor growth. 

36. A process for therapy of psoriasis comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for psoriasis. 

37. A process for therapy of atherosclerosis comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for atherosclerosis. 

38. A process for therapy of restenosis after percutaneous transluminal coronary angioplasty and 
by-pass plastic surgery comprising the administration of a compound in accordance with any one 
of Claims 1-21 in a therapeutically effective dose to a patient requiring therapy for restenosis 
after percutaneous transluminal coronary angioplasty and bypass plastic surgery. 

39. A process for therapy of glomerular nephritis comprising the administration of a compound 
in accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient 
requiring therapy for glomerular nephritis. 

40. A process for therapy of organ fibrosis comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for organ fibrosis. 

41. A process for therapy of leukaemia comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for leukaemia. 



42. A process for therapy of rheumatoid arthritis comprising the administration of a compound 
in accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient 
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requiring therapy for rheumatoid arthritis. 

43. A process for therapy of glomerular nephritis comprising the administration of a compound 
in accordance with any one of Claims 5, 8, 12 in a therapeutically effective dose to a patient 
requiring therapy for glomerular nephritis. 

44. A process for therapy of tumor comprising the administration of a compound in accordance 
with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective dose to a 
patient requiring therapy for tumor. 

45. A process for therapy of leukaemia comprising the administration of a compound in 
accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective 
dose to a patient requiring therapy for leukaemia. 

46. A process for therapy of rheumatoid arthritis comprising the administration of a compound 
in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective 
dose to a patient requiring therapy for rheumatoid arthritis. 

47. Use of the compound in accordance with any one of Claims 1-21 to produce a 
pharmacological composition. 

48. Use of the compound in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 to 
produce an antitumor drug. 

49. Use of the compound in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 to 
produce a rheumatoid arthritis therapeutic agent. 
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accuracy or completeness of any translation unless such an undertaking has been given and 
authorised by Rising Sun Communications Ltd. in writing beforehand. More particularly, Rising 
Sun Communications Ltd. shall not in any circumstances be liable for any direct, indirect, 
consequential or financial loss or loss of profit resulting directly or indirectly from the use of any 
translation or consultation services by the customer. 

Rising Sun Communications Ltd. retains the copyright to all of its' translation products unless 
expressly agreed in writing to the contrary. The original buyer is permitted to reproduce copies of 
a translation for their own corporate use at the site of purchase, however publication in written 
or electronic format for resale or other dissemination to a wider audience is strictly forbidden 
unless by prior written agreement. 
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